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SH^Cplatelet-derived growth factor. jyTPDGF,hl&f) <b'©^gH^ 
5}<b^6^5^;l^^oTl^^.C<!:7!)^'5a]^nTV^S(Cell. 46. 155(1986)) o L^^L^i:*^ 

PDGF^PDGFg§{*©ia*i^ir# 9»li5gi^^'*-:>--'l'Oi©i"Jt^fllT*. 0 > C tit, 

-- oO^JJ^i LT. ttPDGF!iti$©t8:4{wit)^^{C*>{:)-Stt©^^l^Ji;£.«j 
L izmim^ ^ nT<. ^ -5 ( J. Exp. Med. . 175 . 1413 (1992) )?!><> mGmm<^ > 
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SEt- « a •> > + i—tft)<fSmtt ZCtf)<^'^tlXK^6o C ©^§{4:^ o «> > 
0 «BSti5i{cfig/.c^9:ilJ L T i< ^ S o ^^B#{c ^ t (i Z ©fflflgrt ^± 

fzMliXW^^^tiXi^i (.Cancer Research. 54 .6106(1994) ^ Proc. Natl. Acad. 
Sci.DSA..92.2558(1995))o i^J.±(DZt*^ih. PDGFgS^triBU >MM^?PJ*< 

'^^^LimopDGF^mwn^') yMim^itixit. m^ii^ 3-7 u 

')>mtlX. J. Med. Chea. 37. 2627(1994). J. Med. Chen.. 37. 2129(1994) . fcJ: 
af#S¥6-507643^4:iii^ 3-T U --'b+y ^•+^ 'J >Sc!:LT. Cancer Research. 
54.6106(1994) fc<kc;4-b°'J v;;b-2- 7'J--'Ub'>; i 'J>mtLX, Proc. Natl. 
Acad. Sci. USA. . 92. 2558(1995) f)<^hnx\.^i>o 

■^yj >^^(OA&ti}<imommm'f. mnm^tfzimmm=F^i\-Lxm^ 

L/:i«|ii^WL. *^oPDGFSStt:SBU >^<b©PlSf^ffl^Wt5{t^ig5«, * 

U >Maj[i*:<i: LTli. "^^^ 1-2 4 6 2 6 3-§-^«lc 
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Kit", mlil. 2 t/c(i3T*«9v R 3 (4{@SiJ{c C OH, ^^ay>, C 
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CC^-C^q) 7)\.^)W C^-C ^TJlz'^'y. C ^-C ^TJU:^^ly 
tiJl^'-Jl^ C^-C^7'>;k C ^ -C gT->D4^->, C^-CgT^L'+U^ 

c ^-c ^7Ji^)\^7 i V- (c ^ -c ^T^u^-^i-) T^y. 

COgH. CONH2. N- (C ^ -C ^T^U^-^U) K. N. N-v- 
(C ^ -C^7>'U^>«1') 7 5 K> C ^-C ^TJl^JlT I V\ hU7;U7rDy^ 
;K c ^ -c^7;u^>'Uf-;t^ :7i^jK g^7x^;k ^^y + v. ffi^^^ 
y + ->, yj,-ji^7ir. Mgl7i-;uf-^. 7xj^;u (c ^ -c ^7;U4-;i/) . 
m.^y^-Jl (C ^ -C ^7>'U+^i/) . fu i^yu. h°5>'^JK fU i 
h'lj rJ^'x^-zK t'aV'JsLji^ h°^^)'J-Jl. t°<^iy-JK 5}-^* t°^7. v-Vb. 

Cg-C ^7v-'l'36^^>3ltR^n-i. l~5{i®g^^^WLTt^T^jJ:<. B !±. 
0. S. NH. NCN. NRg^^liNORg (::ZT\ R ^ (iC j - C . 7>ib 

^ (V) : 
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■So } o 
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Rg> Rg' s R^^ Rg^ Rg^ Y^ Z^ A^ j teJ:cK 

k l ^ T^S L ii t) T' *) 5 o 

^^□>y'> : ^UD^ -fa^^ yj\,tu^ 3- K ; 
t -'O^^L. ; 

f->»k •>^'n'\+v/;k v/^n^:/^;!.^ >'^D;ti?5^;k T^v>^;U; 
> ->':}- 4^ •> ; 

C ^ -C^7;l'+>'1'7 $ y : ^f-;l'7^ ys x5^;l/75 t°;U7 ^ 

■<Vfat'Jl^7iJ^ Zt^jVT^yf^ 4 Vfi-Jl7 i ^ s -Zfi-Jl7 i t 
-y5^;U7^ y ; 

V- (C j_-c^7;u+;i') 7 5^ :. v'yf-;U75 v?xf-;U7$y, >>-y 
af;U7i v>-:^f-;L/7^ y ; 
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C ^ -C ^T^U+^U^;*- : ^^JU^t^ x.f-}li-t^ -fafJi^^t. -^Vfa 

3 - ^ 1 0^ Tv'U+^k C J - C ^T-iU^i + 'X C ^ -C ^7>>U=i:f V 
C ^ -C 2TJU+b>v;t+->. C ^ -C ^ 7;1/+;U7 ^ y . 
(C ^ -C ^7yU+;U) 7$y. C2-C^7;U+Jb7 i K> b U ^-lUTrn^if- 
vik C ^-C^7>'U+>'U^;i-, -y 7xy + ->, 7x^;i/^:t, 7x^;U 
(C J -C ^7;u+;L') , oy-r>'^^/c(iC2-C^7i/>'^oc|3^^^,jl{i't^,5 
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Z I 14 
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^f-Jk c j^-c^7;L'+;i'^;i-, 7x— ;k 7xy + ->, 7x^;u^^, 7x 
->'U (C ^ -c ^7>'U+;u) , 'OvV^L'tfciiC g-c ^7■>;^6D4'*^^>Sl^ 
tl^ 311^T'OSJCJ;oTilg|$nT<.^S7i-;l/f-;4-g ; 
gg|'<>y^;U: CN, N02> OH, NHg. ^^Dy>> C^-C^7;U+ 



wo 97/17329 



9 



PCT/JP9d/03229 



+ '>^;U--Kj:^;K C ^ - C g T^iU^ U > v's C ^- C Jl^JlT i y . 

(c ^-c^7;u+Ji/) ^ ^^y-f-'Ut/rfic 2 -c^7•>;^©|^3*^^>ii^i' 
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ncfc\ zti^(Dmim=^:mmtLxm^t^m^i:.ii. mi3X(fmMim^± 
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1 ^ (1) Qii}^^ (II) s jc; (III ) tfz\t^ gv) T-^^n>5fi^ 

b. X*<ST"*)5^l:^!g!I©^fiJ$ : 

pi--;bS^t)OT'J--'U'fb^^^/c(i^-rn7'J-;U'fb^^<bs 4-^^ o n + y 

2 (I) 4^. QiJ^^ (V) [j!^ (V) j fei:c;k^<<ht3{cO-^fe^] 
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Chem.Soc. . Chem. Commun. , 1157(1993). Synlett, 1157(1994)) iZsEM^nxi^^Jl 
(III) hVyJlta/^y7.Jlt^i—htfzli^vi'Jlt''yi. (Ill) h ^) y Jl?i■ 
-2 0 0 lC®iGH. * L < {i 1 3 0 ~ 1 8 0 roiofflir TM^I« t /;: 
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mpL\i.. 2 0 0-3 0 0°C) t^Zt\zi:fommtm^i)<U&LtzS-7^)- 

X;!?<OT*-5,{fc^!^CDi!iii-S<»:|5ll:^-ST\ N. 
N - > f^^U^-^^UAT ^ K) 4'^ imA\.± Y')^l^tt\> tiSK 8 0 ~ 1 5 0 °C 
®^f^T> 4 - ^' □ n ^ y ij {i 4 - ^ a a +^ v* <J L 




XA^XH2T'*S^ (I) T-^^n-S^b^^li^ ^ h 7 -(R.CutIer) t>OJ. Am. 
Chem. Soc! Jl_, 3375(1949) JCia«0:5ii ^r^ijffl L TSSit-T -5 C i ;5<-e § ^ o C 
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m^\t^ fx ( MJ 7xr.;i/7^x7>f » ^<'7'J^M (II) ^Dij K) #^ST 
xm^UMWm. (M7.\-i. '7UU ;^;UA) ntj-trjnilftil-Jitt -S C i ic J: ^) t 
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c. B*<NCNT*^'ft^1^!l©^gt : 

B*<NCNTi.'S'fb^fel(i. b> (H. J. Petersen) ^>CDJ. Med. Chem. . 21. 

773 (1978) lcfH®®^i4{c<t o T®iiit-5 c i*<T-^ 

c®::^-S-eti. (mtf. i-iyyUt') ±fSa. t 
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mmn m^i^. mmm^. mmm^-. sts^^ mmtk^. m^tk^) 
ztii^o^mMMii. mnm^'^tix\.^zumk mmnk ^^sik ^t^R^k 

^H-fe;bD-7./<ii'35< ; mmMt LTI±> T-'>y>> 7;U4^>K:^ h 'J 

9)1^^ Xt^TU >Kv^'^.>"t7A, 7f;iJxf-U>^*'J 

{i'!r©li^lClE:L:TM^5£$n^*>\ m^\U 1~1 O Omg/kg ift L 
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m m m 

iUISDa02. Ka + '>:^7^U'> (9 6 Img) ^N, N-v';^f-;l/ 

^fx^l/ATi K (1 0 Om 1) {C7g*>Lfc^s ^i?:^ "J 't'A (1. 2 4 4 g) ^J!JD 
^mStwTii^Lyio 3 O^J^v^p'f'^l'BKil (1. 1 4m 1 ) ^-j^o < tJiSTL 

vh:?*^^^ -^cJ;^)raL^ aS©fb^i^^3 0 7mgs iKm2 9%-^^/::o 
^H-NMR (CDC 1 g. 9 OMHz) : <5 3. 8 9 (s, 3 H) . 

7. 00~7. 18 (m. 4H) . 7. 53~7. 70 (m. 2 H) 
Sfi^tfrii (FD-MS. m/z) : 1 7 4 (M^) 

6. 7-v>'y h4^'>-4- (6-^ h4^->-2 - -j-^^^l/^^i/) U > 
(1 2) 

4_^PP_6, h + '>4^y U > (7 5mg) <i:^^?lJl-C^#/r6 - 

y h + i/-2-:^7 (1 7 4mg) ^S^Ls 1 8 0t;+3 O^F^«H* L 
^S&x S;tv«l^^'^+-9->/T-hrh> (2/1) t;-Jg§at'S?IS:/'J:^y;U:^ 
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^ H-NMR (CDCI3, 90 MHz) :<5 3. 96 (s. 3H), 4. 0 
7 (s. 3H). 4. 08 (s, 3H), 6. 53 (d, J = 5. TlHz, 1 
H) , 7. 18-7. 3 6 (m, 3H) , 7. 5 6-7. 9 1 (m. 5 H) , 8. 

5 0 (b r. 1 H) 
Sa^TO(FD-MS, m/z) :36 1 (M"^) 

nmms 

6. 7-^V b4^i/-4- {2—^yf-)l':^^'y) 'J > (1 0) 
4-i^DD-6. 7->';' h + 'J > (4 5mg) i mBSno© /S - ^ 7 h 
-^U (14 4mg) ^il^U 1 8 D'C43 2i^rB^^t^f L/::^^ ^«2i|5lli(D 
WlCJ;oT!|i5!!Lx Sje®>ft:^tl*4 5mg. iR-^B S^Tli/To 

^ H-NMR (CDClg, 90 MHz) :54. 05 (s, 3H), 4. 0 

6 (s, 3H), 6. 52 (d. J=5. 28Hz. 1 H) . 7. 27-7. 6 
1 (m, 6H). 7. 7 5-8. 0 0 (m. 3H). 8. 5 0 (b r. 1 H) 

SS33-tffii (FD-MS. m/z) :331 (M^) 

6. 7-i^y h^->-4- (7-y h4i/-2 - U > 

(1 3) 

4-i'nn-6, 1-'^^ Y^v^J U > (8 9mg) irtiSSD^D® 7 - > h + 
'>-2-:>-7 h--'l' (2 0 9mg) ^S^L. 1 8 0*^*3 O^FBlfilJ$t:fcm> 
l£S&«^J2i|Hl^CDaimwJ;oT*IS!iL. ^O^b^ife^5 9mg, iK$4 1%T- 

^ H-NMR (CDClo. 90 MHz) :5 3. 92 (s. 3H), 4. 0 
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5 (s, 3H). 4. 07 (s. 3H). 6. 54 (d. J=5. 49Hz. 1 
H) . 7. 10-7. 2 4 (m. 3 H) . 7. 4 9-7. 9 1 (m. 5 H) . 8. 
4 9 (d, J =5. 4 9. 1 H) 
Sfi5}M(FD-MS. m/z) :36 1 (M"^) 

5-> h^->- 1 V-)l 
mi5n°D®l. 5-v>'t KD + v/^^^J'b^^^fflL. IIMl <b|5|^t0^fP'e 
^H-NMRCCDClg. 90MHz) :(54. 00(s. 3H). 6. 7 

9-6. 89 (m. 2H) , 7. 3 0-7. 4 8 (m. 2 H) , 7. 69-7. 

9 0 (m. 2H) 
K«^tfr^t (FD-MS. m/z) : 174 (M"*") 

6. 7--:^^ V^'y-A- (5-^ h4^->- 1 -:^:7 f-;U:t^ •» 'J > 
(1 1) 

4_^PD_6, 7--:;^ h + ->^y 'J > (8 5mg) illM5T^/;:5- . 
y h + '>- 1-^7 (6 7mg) ^iE^L. 1 8 QX^2 ^i^fm.WUz 

^^ MJfe«?iJ2i|5l^®gim^J:oTflSaU OTO^b^i^^l 9mgv Wl 4 

^H-NMR (CDC I g. 9 OMHz) : 54. 0 4 (s. 3H) , 4. 0 
8 (s. 6H). 6. 31 (d. J=5. 27Hz. 1 H) . 6. 83-6. 9 
2 (m, IH) , 7. 3 4-7. 6 1 (m. 4H) . 7. 7 5 (s. 1 H) . 
8. 2 0-8. 2 9 (s, IH), 8. 43 (b r s. 1 H) 
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Wm^mm CFD-MS. m/z) :36 1 (M"^) 

6. 7--:^y h^'>-4- (4-^ yVO Jl^jr^'y) U > (1 7) 
4-;^OD-6. l-'Ji- V^'y^J U > (1 1 2mg) ttm.^nO>A-\L K 
□ + >"l'>K-;b (2 0 0mg) ^-^^L. 1 8 O^C+S 05>PBltt}$LfCo iKlL; 

2i^^'oD:}-,;UA/B^gexf-;l/ (3/1) IrMPIt^^g'^ 'J :^y>'U^' h j^* 
^y^-lz^^mmU aM®ifc^i^^5 Img. iR^S 2%-?r?i/Co 

^H-NMR (CDCI3. 90MHz) -.6 3. 95 (s, 3H). 3. 9, 
6 (s, 3H) . 6. 08~6. 13 (m, 1 H) . 6. 35 (d. J=5. 2 
8Hz. IH) . 6. 83~6. 93 (m, 1 H) . 7. 29~7. 45 (m. 
5H) . 7. 62 (s. IH), 8. 40 (d. J = 5. 05Hz. 1 H) 

K*^tff<i (FD-MS. m/z) :32 0 (M^) 

6. l-'J/ (3, 4-v^y h^'>7xy4^i/) U > (8) 

4-^^00-6. 7-v>V h + U > (9 Omg) imiSD^DOS. 4 - v>' 
y h + v'7iy-;U (1 8 7ing) ^ii^L^ 1 8 0 W3 O^femi^ L^^^. 

Ls ^©>fb^ife^2 6mg> JR^l 9%l^mfZo 

^ H-NMR (CDClg. 500 MHz) :53. 87 (s. 3H). 
3. 93 (s. 3H). 4. 05 (s. 3 H) , 4. 06 (s. 3 H) , 6. 4 
5(d, J=4. 9Hz. IH). 6. 75 (dd. J=2. 4Hz, 9. 2H 
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z. IH), 6. 75 (d. J=2. 4Hz. 1 H) . 6. 93 (d. J = 
9. 2Hz. IH), 7. 42 (s. 1 H) . 7. 57 (s. 1 H) , 8. 48 
(d, J=4. 9Hz, IH) 
M^^^^I (FD-MS. m/z) :341 (M^) 

6. 7-^V b^->-4- 'J;l/;j-4^-» U > (15) 

4-^aa-6, 7 - h + v'+y 'J > (9 Omg) i rUBRp°n® 6 - t K p 

+->+y u > (1 7 6mg) =^mmu ^mms tmm(Dm'?-^mjt^i3j:tfm^ 

t-'SC<h{cJ;t)^IS©{k^^r6 2mg. itK$4 

^ H-NMR (CDC 1 g, 5 0 OMHz) : 6 A. 0 5 (s, 3 H) . 
4. 06 (s, 3H). 6. 56 (d. J=5. SHz, 1 H) . 7. 44~ 
7. 6 2 (m, 5H) , 8. 1 3 (d. J =8. SHz. 1 H) , 8. 2 2 (d. 
J=9. 2Hz, IH). 8. 53 (d, J=4. 9Hz, IH), 8. 94 
(d. J=4. 3Hz. IH) 
!SS^M(FD-MS, m/z) :3 32 (M*^) 

m^mi 0 

6. 7--:^y h^->-4- (3-^>'l/^a7^y^» (4) 

4 6. T-v'y h + v/+y'J > (1 0 Omg) iOT°n®3-7;U 

;j-o7j.y-;b (0. 2 0ml) ^S^L. 1 8 0°C4' 3 O^^Fsliti^L/Co RfcJ 
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^H-NMR (CDClg. 500 MHz) :54. 04 (s. 3H), 
4. 0 6 (s. 3H) . 6. 5 6 (d, J =4. 9 Hz. 1 H) , 6. 9 3 (d. 
J=9. 2H2. IH), 6. 9 5-7. 0 5 (m. 2H). 7. 39-7. 4 
5 (m. IH) . 7. 4 7 (s. 1 H) , 7. 5 0 (s. 1 H) . 8. 5 3 (d, 
J=4. 3Hz. IH) 

K*5J*ffffl (FD-MS. m/z) :2 9 9 (M"^) 

mmmi i 

6. 7 h^->-4- C3-fc Kp^->7^^4^'» U > C5) 
4-i7uu-e, 1 -y/ h^iy^J V > (3 0 0mg) tJ^mSh(Olyy')liy 
>*y7-trx-h (0. 8 3 5m 1) ^zg^L. 1 8 Ot 4^ 3 0 L ^rio 

MflETM®* L xmtimm^. ^axjt^ ;b A -e^^{t1- ^ C <h H J: 0 SS©{b 
^^3 7ing. OT9%-C'#fco 

^ H-NMR (CDC 1 g. 5 0 0MHz) : 5 4. 01 (s, 3H). 
4. 02 (s. 3H) . 6. 48 (t. J=2. 4Hz. 1 H) . 6. 59 (d. 
J=5. 5Hz. IH), 6. 77 (dd. J=2. 4Hz. 7. 3Hz. 1 H) 
. 6. 82 (dd. J=2. 4Hz. 8. 6Hz. 1 H) , 7. 33 (t. J = 
7. 9Hz. IH). 7. 39 (s. 1 H) . 7. 47 (s. 1 H) , 8. 40 
(d, J =5. 5Hz, IH) 
n&^^m CFD-MS, m/z) :2 9 7 (M"*") 
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mmm 12 

6. 7-v>;< h^->-4- (4 -yD^7xy 'J > (7) 

4-:5'DD-6. h + ->+y'J > (1. 0 0 g) tmfRS'aO 4 - a 

*7xy-;U (1 1 5mg) ^•^g^L^ 1 8 0W4 O^^FamJ^L/Co ^Jojl^ 

^ H-NMR (CDClg. 500 MHz) -.6 4. 04 (s. 3H). 
4. 0 5 (s, 3H) . 6. 4 8 (d. J =4. 9 Hz. 1 H) , 7. 0 8 (d, 
J=8. 5Hz. 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) . 
7. 58 (d. J = 8. 5Hz. 2H). 8. 51 (d. J=4. 9Hz. 1 H) 

M&ii^mm (FD-MS. m/'z) : 3 5 9 (M"^) .361 (M'^ + 2) 

mmm 1 3 

6. 7-->v h4^->- 4- (2 -y h^->7xy ^^y; > (i) 

4_^on_6. 7--:>yb + v+y'J>(102mg) imBSn'S® 2 - / h 
+ ->7xy-;U (0. 5ml) ^m^L. I 5 OV^SmB^m^Lfz^ ^J^M^ 

7 6mgs W5 4%T-#/::o 
•^H-NMR (CDC 1 o. 90MHz) :53. 78 (s. 3H). 4. 0 
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5 (s, 3H). 4. 05 (s. 3H). 6. 31 Cd. J = 5. 3Hz. 1 H) 
. 6. 9-7. 4 (m, 4H) . 7. 4 2 (s, 1 H) . 7. 6 3 (s. 1 H) . 
8. 4 5 (d. J =5. 3Hz, 1 H) 
HS^^rfil (FAB-MS, m/z) :312 (M"^+1) 

nmm 1 4 

6. 7-'>V h^>^-4- (3-y h^'>7xy^-/) ij > C2) 
4-^'an-6. 7->'y h + ij > (1 03mg) iffjISniiCD 3 h 
+ '>7xy-;l. (1 58mg) ^^^L> 1 6 CC+Q^PHmj^L^o 

fwJ;0!SKL. ^^©{b^»2 9mg. iR^5 2%-?r?^/^o 

^H-NMR (CDC 1 g. 9 OMHz) -.6 3. 8 2 (s. 3 H) . 4. 0 
4 (s. 3H). 4. 05 (s. 3H) . 6. 53 (d. J=5. 3Hz. 1 H) 
. 6. 7-6. 9 (m. 3H) . 7. 3 5 (t. J = 7. OHz. 1 H) , 7. 
43 (s, IH). 7. 54 (s. 1 H) . 8. 50 (d. J = 5. 3Hz. 1 
H) 

®fi^3-tlTM (FD-MS. m/z) :311 (M"^) 

6. 7-'J/ h4^i/-4- (4-^ h^'>7xy^» <j > C3^ 
4-^'nD-6, 7 -'J/ h + '>+y «J > (1 0 3ing) tl^Wi^o<DA-/ h 
+ ->7xy-;l. (2 8 6mg) ^M^U ISOV^mmWlfZo 
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»2. 2 1 g. lR$8 8%T•^i/wo 

-^H-NMRCCDClg. 90MHz) :53. 85 (s, 3H), 4. 0 
5 (s. 3H). 4. 05 (s. 3H). 6. 41 (d, J=5. 3H2. 1 H) 
. 6. 97 (d. J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz. 2 
H) . 7. 43 (s. IH). 7. 58 (s. 1 H) . 8. 46 (d. J=5. 
3Hz. IH) 

S*5>tfT€ (F AB-MS. m/z) :3 12 (M'^+1) 
^*?ill 6 

6. 7--:^;< K4^->-4- U^l^:=j-^^) U > (14) 

4-ii'oo-6, 7-vy h + ->^y U > (5 Omg) imiS5D©5-h Ko 
^v'+y > (5 Omg) ^ii^L. 1 7 Ot^l 035-rami$L/::c SM^ife 

iLTm^aS^^+lJ->/B^®?x^;l/ (1/1) TJgia'#> MtC^Dn+^;UA 
(5 0/1) T'Jgg^-rSS^v/U;^y;U^D-7h/5 7^-lC<t«9 

ii^sa L^ mmcDit^^^ 4 7 m g . e 4 

^ H-NMR (CDC 1 3. 9 OMH z) : <5 4. 0 6 (s. 3 H) . 4. 0 

7 (s. 3H). 6. 35 (d. J=5. 3Hz. 1 H) . 7. 2~7. 5 (m. 

3H), 7. 68 (s, IH) . 7. 7~8. 4 (m. 3H). 8. 46 (d. 

J=5. 3Hz. IH). 8. 49 (d d. J = l. 76Hz. 4. 17Hz, 
IH) 



wo 97/17329 PCT/JP96rt)3229 

5 2 

(FD-MS. m/z) : 3 32 (M"^) 

mmm 1 7 

6. 7 -i^y h^->-4- (1 -i-7^;l/:t^» 'J > (9) 

4_/, oo_6, 7-i>V h + '>+y 'J > (9 7ing) iOTnn® 1 h 

(3 4 omg) <&zg^L. 1 5 ox^mf^mnLfzo Kz^m-^m^im^ 

(1 0 0/1) X'mm-tZ>v'}ti¥)\^:hvJ^9u-7V^'^y^ -KXKim^L. 

Mic^+Hj->/S^l?i^;u (1/1) ■eS§g-rsM/i->'J^y>'U^'ov 
- ^ THJ^ffiiSlf S C <?: T'. mm(D^t^^^ 5 7 m g . iR* 4 0 %-r:'^fZo 
^H-NMR (CDC 1 9 OMHz) : 5 4. 0 5 (s, 3 H) . 4. 0 

5 (s. 3H), 6. 32 (d. J=5. 3Hz. 1 H) , 7. 2-7. 6 (m. 

5H) . 7. 7 4 (s. IH) . 7. 8-8. 0 (m. 3H) , 8. 3 5 (d. 

J =5. 3Hz. IH) 
fifi^M (FD-MS. m/z) :33 1 (M"*") 

%m.m 1 8 

6. l-'J/ h4->-4- (5--r > K'J^l^?|-4^'» 'J > (1 6) 

4 _/,□□_ h^vz+y U > (1. 0 g) <tmB5Sj®5- t Ko 

^iz-f >K-;l' (1. 19 g) ^iii^L. 1 5 0'C4^1. Si^P^WL^o KC> 
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9 J- v't-oii^-eM^i^^^^gi L 4- h ®§§t ^ •> u 7^ yvi/ 5 A ^ o ^ h 

/7 7 - ic J; ti iflS!! ^jlO^b^igg^ 898mg. iR*63 %T-'f#/Co 
^ H-NMR (CDC 1 g, 9 OMH z) : 5 4. 0 5 (s, 3 H) . 4. 0 

7 (s. 3H) . 6. 42 (d. J=5. 3Hz, 1 H) . 6. 5-6. 7 (m. 

IH). 6. 9-7. 6 (m. 5H). 7. 67 (s. 1 H) . 8. 44 (d. 

J =5. 3Hz. IH) . 8. 55 (b r, 1 H) 
Sa^^W (FD-MS. m/z) :3 2 0 (M"^) 

1 9 

6. 7--:^y h^->-4- b4^'>7^-->U^/}-) U > (1 1 7) 

4-:5'OD-6. 7--:^y h + ->^y U > (5 Omg) <!:rlTIgn°D<D 3 
'>^>-tr->f^pi— ;U (7 7mg) ^S^L> 1 8 0''C*3 0 !5I>Fb1» L /To I^Sfe 

^ H-NMR (CDCI3. 90 MHz) :<53. 79 (s. 3H), 4. 0 
1 (s, 3H). 4, 03 (s, 3H), 6. 84 (d. J=4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d. J=5. IHz. 1 H) 
(FD-MS, m/z) :3 2 7 (M"^) 

mm\2 0 

6. 7--:^pt h^->-4- (4-y h4^->7^-;Uf-;r) ^7 'J > (1 1 8) 
4-^nn-6. 7-->V h + ->+y > (5 Omg) imBS°a®4-y h + 
y'<>-tf>^;^--;U (6 3mg) ^rS^U 1 5 0^4^ S^faiati^^ L/Co 
1 8i|H]^®gjimCctoTimS!L> ^lci'oo;fwbA-e*gB^'fb-^«C<l:lcJ:»5S 
S©>fb^«3^ 8 0 m g . JK^ 1 0 0 ^T-'fiy^o 
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^H-NMRCCDClg, 90MH2) .5 3. 88 (s, 3H). 4. 0 
3 (s. 3H). 4. 05 (s. 3H). 6. 60 (d. J=4. 8Hz, 1 H) 
, 7. 15 (d, J=8. 7Hz. 2H). 7. 38 (s. IH). 7. 39 
(s. IH). 7. 52 (d. J=8. 8Hz. 2H) 8. 39 (d, J=5. 
IHz. IH) 
KS^^UCFD-MS. m/z) :3 2 7 (M"^) 



rfJflSD°oCD4--/o*7iy -;U (17. 3g) ^N, N-vy^^b+v^bATi 
K (90ml) {zmmtfi'^. )i^}^T7i^miti- h 'J -^/A (2. 6 4 g) ^jD^fco 
MSTfcT— BfeW^. ^DD^ f-;l/yf-;l'X-T-;b (8. 3 5ml) ^lin;t. 

TkJSIig? V ^''^^ i/ A T-|!;jSi L /::o MET^JS^S* L rmtzB^m^^^^ >/7 -t 

!^^18. 2 5 JR$8 4%T-^#/^o 

^ H-NMR (CDC 1 3. 9 OMHz) : <5 3. 4 6 (s. 3 H) . 5. 1 
3 (s. 2H) , 6. 91 (d. J=9. 2Hz. 2 H) . 7. 38 (d. J = 
9. 2Hz, 2H) 

Sg5^« (FD-MS, m/z) : 2 1 6 (M"^) .218 (M'^ + 2) 

^0^J2 2 (#%«?!]) 

4 - h -n-y=f-Jl^y- 1 - y h^'>;t^;l/7xy -^U 

llife««12 lT'l#/::4-7'o^-l-y h + ->y ^;I.7i (1 5. 9 9 g) 

^mi^f- VyhV'ayyy (20ml) {cfgft? L. T .'U::!* >^m%.Tl^mSh(D^ 
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f^'^^hW^ (1. 9 7 g) ^tHiT^^ MJ-a-^f^^^STHT^ h V t Kn37^>r§ 
fgj* listing -5 II ioT^j&^iaJfe^-ti-^o •7^''4^v":7A*^mu wm. 
^W^fil-MofcRfrtrs xh5tKD75> (10ml) {c^f^LyrrUSSS® 
Jl>fbhU-n-y^;UxX (2 3. 9 9 g) ^»^o< !3<i:?STL/io mStt34^ 
FalitW. JS*L:iii^t/^ 5 y^m'cr y^-^ i^im^ t^uu Tt.jiKx^tm 

»wJ;»9^(D{L^«3 1. 3 9 g> iR$l 0 0%Tli/io 

^H-NMR (CDC 1 g. 90MHz) : 5 0. 8 0-1. 6 5 (m, 27 
H) , 3. 4 8 (s, 3H) . 5. 1 7 (s. 2H) . 6. 9 1-7. 4 2 (m. 
4H) 

m^Vrm (FD-MS. m/z) : 4 2 8 (M'^+ 1) 

^m2 3 (##W 

4-b Ko^->7x.=:;l/ 4 - m7;U:tay ^>'U7x-;U 
IIM2 2T-?iyi4- h U - n-7'^;b5">- 1 - h + 5^^1/7 > 
( 1 . 2 8 2 g) i rUIS^cD 4 - ( h U 7 ;l';t n y ^ > v'-Tyl. o 'J K 
(6 2 6mg) ^^ao^x^UA (5ml) {C^ISL^ mfiSnacDh'X (h'j7i^ 
>l'*7.7^ » /x-^v^-^A CII) ^nU K (8mg) ^A^s 5 I^PsliS^ft L /To 
^»S^tl^*<i:x-x;Ur':»ia^, x— f ;H^fiafD7 yitti U "^ATKi^Jft-C 

tKMv •> ^ A -efgj^ L /^lo ^^T7^iS®*'^{c'f# b ti/::^?! ( 1 . 0 2 8 
g) ^rxh^t Ko77> (2m I) li^P^-ti-. tK (5ml) <!:6Nlgi?7K?§ 

(1 2m 1) >S:m^x4. snrmMLfzo ^mm^'S:f&mmiti' h 'j -^a 
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K»5>tfrM (FD-MS, m/z) :2 6 6 (M"^) 

C4-m7>>U^oyf^;U7x-;U) {4- [(6. 1 - -y / b^'y- 4 
J U i^.^ ->3 7 x-;M y y > (2 9) 

4-^^00-6. 7-v>y / U > (8 Img) ill«|g^?iJ2 3-C?|/r4 

-t Kd+->7x— 4- h "J 7;l';i-p;< 5^;l/7x— ;U h > (2 8 Sm g) 
^S^U 1 8 0°C4^2 03>rBmi$Lfc'^> R;SS^ifel^'N+-9->/T'fe h > 
(2/1) 1?Jl§^1-SSM->U:^y;l'i'D-7 hi'r^T^ -lc<i:t)fflSliLs 
^k^!^^ 9 8 m g, itR?^ 6 0 %Tl|/Co 

^ H-NMR (CDC 1 5 0 OMHz) : d 4. 0 3 (s. 3 H) . 4. 
06 (s. 3H). 6. 68 (d. J=4. 9Hz. 1 H) . 7. 29 (d, J 
= 8. 5Hz. 2H). 7. 46 (s. 1 H) . 7. 47 (s. 1 H) . 7. 7 
8 (d, J=7. 9Hz. 2H) . 7. 91 (d, J=7. 9Hz. 2H), 
7. 94 (d, J=9. 2Hz. 2 H) , 8. 59 (d. J=4. 9Hz. 1 H) 

SS^^tffffi (FD-MS. m/z) :4 5 3 (M"*") 

^»2 5 (##^J) 

^Jfe9«J2 2T^#/c 4 - h U - n - 7^;l/5^ >- 1 h + 5^>/U7 x y -)V 
(1. 2 8 2 g) i«S,04 - h;U;f>r;l/^oiJ K (4 6 4mg) nD:fx 
v'l'A (5ml) {;:^jSL. mBSD?i®h'x ( h 'J 7x--'l/5^X7>f » /■f^-:;7A 
(II) ^nij K (8mg) ^An. 8^r^SiKL/::o SlGzi^^^llJfe^J 2 3 t 
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Lfzo mETrnm^i'mt-Mm (9 6 7mg) ^-rh^hKD^^^ (0. 5 

ml) (4m 1) tQt^mtTi^mm (10ml) =$:m^'cmm 

Img. i\Sl.mS4%'CntZo 
MS^^ffffi (FD-MS, m/z) : 2 1 2 (M"^) 

mmm 2 6 

(4- [(6. 7-vy ^^'>-4-^y'J>'U) ;t^->3 (4-^ 
^;U7x-;l/) y > (3 0) 

4_^pp_6, 7-i>"y h4^i/+y'J > (8 9mg) tnt^m 2 b X-nt: 4 
-t Kn^->:7ij:L;l/ 4-yf-;U7i^;b ^ h > (2 4 8mg) ^M^L. 
1 8 0 1 nfi 1 0 ^famW L ^c^. 2 4 i mm^Dyj-i^T-mmt ^ C i tr 19 . 

M©^b^^^ 118mg. 1R4I74 HT'^fZo 

■^H-NMR (CDCl 3, 5 0 0MHz) : 6 2. 4 5 (s, 3H) . 4. 
03 (s. 3H), 4. 06 (s, 3H), 6. 65 (d. J=5. 5Hz. 1 
H) , 7. 27 (d, J=8. 6Hz. 2 H) . 7. 30 (d, J=7. 9Hz. 
2H) . 7. 4 6 (s, IH) , 7. 4 9 (s, 1 H) . 7. 7 4 (d. J =7. 
9Hz. 2H). 7. 91 (d. J=8. 5Hz, 2H). 8. 57 (d. J = 
4. 9Hz. IH) 

(FD-MS. m/z) :3 9 9 (M"^) 

I 

m&m2 7 (#%^) 

3-:^on7x— 4 - b Ko^'>7x^;t/ y h > 
ll»2 2T'^i/:4- h 'J-n-y^;U5^>-l h + i^^ f-;U7 * y 
(1. 2 8 2 g) tmi^a<D3-i7uaK>V-(}Vi7^') K (52 5mg) 
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v^'-^A (ID ^Dij K (8mg) *Atl^ imfBmmitZo SCT^ife^llSS^J 
2 3 <l:|ijmo:^]*-e^iitSC<i:lcJ:?3^#y;:i-x;Hi^. M7k5itie-e^'*;^->i:7 
A-e^j^L/To «^E™a^S±^^§/:HS (1. 9 1 4g) Ort^ -SP (1. 5 
6 3 g) xh5tKn7^> (1ml) tiygftf^-ti-, tK (7ml) i 6 

NJ^^TKrif?^ ( 1 7 m I ) ^ua^x snmm^LUzo KJtM^m=^m&m2 3 i 

lH||iO:^^T'^SL> Seo<k^!g!l^3 1 3mg. OT2 2%t:-|#/Co 
mm^m (FD-1vIS, m/z) : 232 (M"^) 

^«te^2 8 

C3-paayj.-jl) {4- [(6. 7 - >-' ^ h 4- >-- 4 -^y ij ;U) 
•>] yj,-M jy (3 1) 

4-^Dn-6, 7-v?y h + ->+y iJ > (8 9mg) i||JS^J2 7 3 
-^'OD^i^^U 4- t Ko + i/7x^;U y h > (2 7 9mg) ^S^L> 
1 8 0W2 0:»PBl}tSLfco ^tefi?'J2 4<i:|H]1i©::?fST'i|iS!lt- 'SCit^.fct)^ 
*jeo<k^i^^6 7mg. iR^4 0%T-?f/Co 

^ H-NMR (CDClg, 500MH2) :54. 05 (s, 3H). 4. 
01 (s, 3H) . 6, 71 (d. J=5. 5Hz. 1 H) , 7. 3 1 (d. J 
= 8. 5Hz, 2H). 7. 51 (s, 1 H) , 7. 69 (s. 1 H) , 7. 9 
4 (d. J=8. 5Hz. 2H), 8. 12 (s, 1 H) . 7. 37~8. 03 
(m. 4H) 

OT5^«Tfit (FD-MS. m/z) : 419 (M"^) 
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rf?BSD°n®-hoy ^> (Sml) <p. rtJBS5£©7-V-;l/ (5 4 1ing) irfi 
BSn1i®4- t -yf-^U^^y-r^t/^p U K (9 8 3mg) irtfBRSOX^^i^'i? 
A(III) h ij7>'l/;tDy ^>x;U;^^>- h (4 9 2mg) ^Jn^^ 60V(ZX2 

^8 6 2mg, 4%T?i/Co ' 

(FD-MS, m/z) : 2 6 8 (M"^) 

4 - t -y-^;t/7x— 4 -fa Kn^'>7x~;U '!rh> • 

9-e#/c4- t -y5^;U7x--'l' 4-/ h + '>7x-;l/ h > 
(8 6 2mg) ^N, N--^^^;U5n;UA7i K (3 5ml) Ji^j^L^ :H h U 
02.^^/ h+>K (5 6 2nig) <&>!)n^. T;l':3'>5?fflMT3i^FBlii^{EL/:io 

7 9 4mg, JR^9 7%T'?#^o 

^ H-NMR (CDC 1 g. .5 0 0 MHz) : <5 1. 3 6 (s, 9H) . 
6. 92 (d. J=8. 5Hz, 2 H) . 7. 49 (d, J=8. 6Hz, 2 H) 
. 7. 72 (d. J=7. 9Hz. 2H). 7. 79 (d. J=8. 5Hz, 2 
H) 

Sfi^tFfM (FD-MS. m/z) :2 5 4 (M"^) 
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mmm3 1 

(4- t -r^^^l/^x-;!/) (4- [(6. 7- h4^->-4 
7^^;U} > (3 2) 

4_^po_6, 7--:>v h+v'+y 'j> (34 img) tmmms ovntz 

4- t 4 - t Ko+v^^x-;!/ ^ h > (7 7 5mg) 

^ H-NMR (CDC 1 g. 5 0 0MHz) -.61. 38 (s. 9H). 4. 
04 (s. 3H). 4. 06 (s. 3H). 6. 65 (d. J =5. 5 Hz, 1 
H) . 7. 27 (d. J=8. 6H,z. 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s. IH), 7. 52 (d. J=8. 5Hz. 2 H) . 7. 78 (d, J = 
8. 6Hz. 2H). 7. 94 (d. J=8. GHz. 2 H) , 8. 57 (d, 
J =4. 9Hz, IH) 

Mfi^^tlfffi (FAB-MS, m/z) :4 4 2 (M'^ + 1) 

TtiS5D°nO- h D y ^ > (5 0ml) tf, msg°,(D7-V-;l' (3. 2 4 4 g) 
tl^m.Si0 4-y:cZ.)l<>V/)[^^u^) K (6. 5 0 0 g) tmm.^n(D^ yT- 
)l\L^U(Ml) V^)-y)ltu^^y7.)lt^^'-V(.\. 8 6 1 g) ^m^^ 
6 A^fm^Ltio Si&S^'^^TKii' no*;UAT-3^1j^^ no 

•ii-^)i2.m^wmik'7^^-^'y^j*x^'^L^y^m^i:Lxntznm (9. s 

4 2g) CD-SB (1. OOg) ^M^. 's+-9->/T-fe b v'J^y 
;U*7A^av h^'v7-f -tcJ;i5?|SliL> M©{b^^^3 0 Omg^ jK$3 
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^H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 9 0 (s, 3 H) . 6. 
98 (d..J =8. 5H2, 2H). 7. 40 (t. J=7. 3Hz, 1 H) . 
7. 48 (t. J=7. 3Hz. 2H). 7. 65 (d. J = 7. SHz, 2 H) 
. 7. 76 (d, J=8. 6H2, 2H). 7. 85 (d. J=8. 5 H z". 2 
H) . 7. 8 7 (d. J =9. 2Hz. 2 H) 

Hfi5^«f<i (FD-MS. m/z) :2 8 8 (M"^) 

2T^i^4-h-'7i^;U 4 h + ->7i->'l' 'yh>(2 6-7in 
g) ^N. N->^y ^;l/'+«;UA7 = K (20nil) fc-^j^ L. :M>U'>i^^;t/ 
h + >'K (162mg) ^ira^. 7>'l'3'>5?ffl^T3^ram^L^Co ISJSzl^fe 

■r=hZtKJ^V). gje©'fb^4^?l^2 0 7mgs iR^8 2%-ef#7to 

••■H-NMR (CDClg. 500MHz).:<56. 91 (d. J=8. 5H 

2, 2H). 7. 43 (t. J=7. 3Hz. 1 H) . 7. 52 (dd. J = 7. 

3Hz, 7. 9Hz. 2H) . 7. 70 (d. J=8. 5Hz. 2 H) . 7. 7 

5 (d. J=7. 9Hz. 2H) 7. 77 (d.,J=7. 9Hz. 2 H) . 7. 

8 3 (d, J = 7. 9H z. 2H) 
M^«fM(FD-MS. m/z) :2 7 4 (M"^) 
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(4- [(6. 7 -v>> h4^i/-4-^y 'J;l^) ?^^i>3 7x~;U} (4-b" 
7x-;U) y > (3 3) 

4_^DP_6, 7-v?y h + ->+y 'J > (6 5mg) iHWB 3T'^i/r4 
-h'7x^;l. 4-tKD + v7x^;U ^ b > ( 7 9 m g) ^g^L. 1 8 0 
"04^3 05^PeW^L/io RZM^^^^uu-^^)VJ^/wmj^^}i (10/1) Tr 

mg. OT3 7%-e^ifco 

^ H-NMR (CDC 1 g, 9 OMHz) : 5 4. 11 (s, 3 H) . 4. 1 
4 (s, 3H). 6. 74 (d, J=5. 3Hz. 1 H) . 7. 30-8. 09 

(m. 15H). 8. 65 (d. J=5. 3Hz, 1 H) 

M5^tffM (F A B-MS. m/z) :4 6 2 (M"*") 



4 h4^'>7x^;U 2-:>-7^;l/ >r h > 

migao.^ h D y > (10ml) rpBSn°a07^7-;l. (1. 0 8 1 g) 
imBga°D0 2--:P7 h^'^U^n 'J K (1. 9 0 6 g) (bmiSo^C'l' >;/ f-^bt'-t? A 
(III) h U^^l/^ta;* r^^;^;!.;^^- h (6 2 0 m g) 6 0t:(iT8 

i^^Sr 8 1 7 m g , TO 3 1 %T-^#/^o 

^ H-NMR (CDC 1 3. 5 0 OMH z) : 5 3. 8 9 (s, 3H) , 6. 
98 (d. J = 9. 2Hz. 2H). 7. 53 (t, J=8. 6H2. 1 H) , 
7. 5 8 (t, J =9. 2 Hz. IH) . 7. 8 6-7. 9 3 (m. 6 H) . 8. 
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2 1 (S. 1 H) 

«:a-tff€ (FD-MS. m/z) :262 (M"^) 

^N. N-vy5^;U;f.;l/A7 5 K (2 0ml) li?§)SL, i- h Ai-^t >t h + 

v'K (4 9 Img) ^Jn;t^ T^b^'^l^fflmTS^rBliiiiliL/ro 

»3 3 <!:|5l^tfD:^-^{cti£ortoSt4C<i:lcJ:»9s S^O^t^teS 9 5m 

^H-NMR (CDClg, 5 0 0MHz) :<56. 93 (d. J = 7. 6H 
z. 2H). 7. 61 (t, J=7. OHz. 1 H) . 7. 67.(t. J=7. 
3Hz. IH), 7. 74 (d, J=8. 5Hz, 2 H) . 7. 78-7. 80 
(m. IH). 8. 02-8. 10 (m, 3 H) . 8. 25 (s. 1 H) 
Sfi^tfffli (FD-MS. m/z) :2 4 8 (M'^) 

{4- [(6, 7-i^V h^'>-4-^y'J>'U) ;t-^i>].7x-;U} (2-:^ 
7f->>U) y j^y > (3 4) 

4-i7aa-e, l-'^i- Y^'y^J 'J > (1 1 2mg) <i:IISfef?iJ3 6 T-{i^ 
4-k Ko + v/7x^;U 2-:^7^>l/ ^ h > (1 2 4 m g) ^zg^L> 1 8 
0*^4^3 0^r51ti$L/ro Sfi!J2S^^^fiafn^K7K5g:^ h U ^TK^J^i ^ nn 

®i^'f#btiy;:^2S (2 2 7mg) ©-gg (5 0mg) i'aD;fx;UA/ 
S^gSx^;U (5/1) T-Jg^t-5S®i/'J;!7y;U^ovh/7 7^-liJ:t)^|$!i 
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L. mm(oit^m^ 1 1 m g . w 2 3 

^ H-NMR (CDC 1 g. 90MHz) -.6 4. 05 (s. 3 H) , 4. 0 
7 (s. 3H) . 6. 70 (d. J=5. 3Hz. 1 H) . 7. 35 (s. 1 H) 
, 7. 4 8-7. 9 0 (m. 5 H) . 7. 9 6-8. 0 5 (m, 6 H) . 8. 2 
9 (s. IH). 8. 60 (d. J=5. 3Hz. 1 H) 

Sa^^tlrM (FAB-MS. m/z) :4 3 6 (M"^+1) 

^WJ3 8 (#%W 
4 -> h^'>7aL— 2-f-Ji— ;u ^h> 

rlTBSS>®-ho7';J'> (1 Om 1) 4^. miSS.®T-V-JU (1. 0 8 1 g) 
imBSSi0 2-xy -fJU^a U K (1. 4 6 6 g) <t rpBSS.0-f -y T^^b f-i; A 
(III) h 'J 7;b;tDy ^ h (6 2 Omg) ^J!)n;t. eO'Cl^TS- 

10^ mmoit-^f^^9 6 5ing. JR^4 4%X''mZo 

H-NMR (CDC 1 g. 5 0 0MHz) :53. 89 (s. 3 H) . 6. 
98 (d. J=8. 5Hz. 2H). 7. 16 (dd. J=3. 7Hz. 4. 9 
Hz. IH). 7. 64 (d. J=3. 7Hz. 1 H) . 7. 68 (d. J=4. 
9Hz. IH) . 7. 90 (d. J=8. 6Hz. 2 H) 
Kfi^tJfM (FD-MS. m/z) :218 (M"*") 

IIM^J3 9 (#%W 

4 -b Kn^'>7x-;b 2-f-J^-;U ^h'y 

nt^m 8X'mit4- / h^i/y 2-f'x^>'U (804mg) 

^:N, N-v'yf•;^-+^;^A7 ^ K (3 0ml) li^j^L. :^ h U -t? Af-vj-y h + 
vK (6 4 5mg) ^JQ;^, 7;U=]*y;?fflmT5i^rHl)aglELfco 
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H-NMR (CDClg, 500MHz) :56. 84 (brs, IH). 

6. 9 3 (d. J=8. 5Hz. 2H). 7. 14 (dd. J=3. 7H2. 4. 
9Hz, IH). 7. 64 (d, J=3. 7H2. 1 H) . 7. 68 (d, J = 
4. 9Hz. IH). 7. 83 (d, J=8. 5Hz. 2 H) 

HS^tff«l(FD-MS. m/z) :2 04 (M"^) 

(4-- [(6. 7-v^y h^>-4-^y'J;U) :t^->3 7^-;l/} (2-^ 
x-;U) yj^y> (36) 

4-^'no-6. 7-'J/ h + '>+y U> (11 2mg) iHJfe^J 3 9 T-|i/r 
4- t Ko + '>7xx;U 2-f-x::i;U h > ( 1 0 2 m g) ^S^L^ 1 6 

^ H-NMR (CDClg. 500 MHz) -.6 4. 04 (s. 3H). 4. 
07 (s. 3H) . 6. 65 (d. J=5. 5Hz. I H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) . 7. 29 (d, J=8. 5Hz. 2H), 

7. 47 (s, IH). 7. 49 (s. 1 H) . 7. 70 (d. J=3., IHz. 
IH), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d. J=8. 6H 
2. 2H) , 8. 5 8 (d, J =5. 5Hz. 1 H) 

Ka^tlfffi (F AB-MS. m/z) :3 92 (M'*"+l) 
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Mmm4 1 

(4-:^aa-7^-;l.) {4- [(6. 7 - -^V K^->- 4 -^y 'J ?t-^ 
>] 7x-;U} y j^y > (3 7) 

4_/7pn_6, 7--:;y h + ->4-y 'J > (1 1 2mg) i rfTHSfa® 4 n 
D^i^v'U 4 - t Kn + v'^j.-^U h > (3 4 9mg) ^S^L^ 180 

4^ 2 0 ^ra^iti^ L tzo Ritm^^^ ^aat^JlL. /^mx. f - ( 5 / 1 ) T-g 

g> iR^l 2%T'?i/Co 

^H-NMR (CDClg. 90MHz) :(5 4. 0 3 (s, 3 H) , 4. 0 
7 (s. 3H). 6. 66 (d. J=5. 3Hz. 1 H) . 7. 19-7. 34 
(m. 2H). 7. 4 4-7. 5 6 (m. 4 H) . 7. 7 1-7. 9 9- (m, 4 
H) . 8. 5 8 (d, J =5. 3H2. IH) 
KS^tffffl (FD-MS. m/z) :419 (M^) 

%mmA 2 

(4 -7>il/;^-n7x->'l/) {4- [(6. 7 - h^'>- 4 -^yj ;f 
^i/] 7x-;i.} y r^y > (3 8) 

4-^'Do-6, 7-v?y h + '>+y 'J > (1 1 2mg) <»:mSSiao4 -7;U 
:tD7x^;U 4- t KD + i/7x-;l' ^ h > (3 2 4mg) ^M^L. 1 7 

0-0+2 05^FaTOi^L^o s;E;?i^i^^iira4 1 tn%o:f5'f^-^mm.-ti>z.t 

{CJ:I9^ m.m<Dit^m^\ l 4mg. JiK^5 7%T''#/::o 

^ H-NMR (CDC 1 3. 5 0 OMHz) . 5 A. 0 4 (s. 3H) , 4. 

0 7 (s, 3H) . 6. 6 5 (d. J =5. 5H z. 1 H) . 7. 1 8 (d. J 

= 8. 5Hz. IH). 7. 20 (d. J = 8. 5Hz. 1 H) , 7. 27 (s, 

IH) . 7. 2 8 (s. IH) . 7. 4 7 (d. J =8. 5Hz. 2 H) . 7. 
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86 (d. J=8. 5Hz. IH). 7. 88 (d. J=8. 5Hz. 1 H) . 
7. 90 (d. J=8. 5Hz. 2 H) . 8. 58 (d. J=4. 9Hz. 1 H) 
nm^^m (FD-MS. m/z) : 4 O 3 (M"^) 

IIW4 3 

(4- [ (6. 7-'J>^ V^'y-A-^J i^^'A (7x- 
)V) / ^Jy (3 9) 

4_^no_6, -j-V^ h + '>+y 'J > (9 Img) <!:mBSa®4-h Ko 
+ '>'<>7*7xy > (2 4 3mg) ^S^L. 1 8 O'C^^S ^^m.^\^fZo K 

mm^m^^m 3 1 1 nmo:^mi:mm- z>ztK^y)^ mm(oit^f&i^ 3 s 

mgx iR?i2 4%-e^i^o 

^H-NMR (CDClg. 90 MHz) :54. 03 (s, 3H). 4. 0 
5 (s. 3H). 6. 66 (d, J=5. 3Hz. 1 H) . 7. 3 1~7. 99 
(m. IIH). 8. 57 (d. J=5. SHz, 1 H) 
K*^« (FD-MS. m/z) :3 8 5 (M"^) 

^0iJ4 4 (M^m) 

3. 5-->> h4=--> h;bx> 

T-fe h 'J;u (2 0 Cm 1) {wmfiSn°n©5f;b-/y-;U (5. 7 7g) ^jgp 
^-If. v^yf-v'Piltie (8. 4 7m 1) <1:^M/^7';'^7A (1 2. 3g)*]tax.T^ 
2 . 5 nf^mm L W^mL^m^^i^ Iw* n o }\.L.X'9iWm.. i7uu 

-T-I^Sit'SCilcJit). SS®^t^«5«-5. 04 g. JR^8 2%T'^ifco 
^H-NMR (CDC 1 o. 5 0 0MHz) :52. 30(s, 3H). 
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3. 76 (s, 6H). 6. 30 (s. 1 H) . 6. 37 (s, 2 H) 

MTKxh^t b'uyyy (lOml) {r^Sg^J4 4 T'li/c3, b-'J/ h + «> 
h;Ux> (1. 0 0 g) ^^jS?L> g^^fflmT-4 5t*rtT|Sa0 2. 5 MO 
n-7'5^;L''J5^';/A-^^-9->-/g?SE (2. 9 Om 1 ) ^Jn;t/c^. 3 0:^Pa^«ti$ 

Lfzo Mtc, ma5a®4 h+v/'oy-r-'u^ □ u k (i. 2 3 g) h5 

tKo77> (10ml) {cr^ji?Ls -4 Bttl^T-i^r, < «3^lDx./Co 1 B#Pa^^S 

J^^^l- (5/1) T-S§gt^->'J :^'!rVL':^5A^' p-7 hi?*5 7^ -TmSSt'SC 
<^:l-ct^3. ^0{b^#j^3 8 4mg^ »R^2 0 %-e?ifCo 

^H-NMR (CDC 1 3. 5 0 OMHz) : 6 2. 4 0 (s. 3 H) , 3. 
69 (s. 6H). 3. 85 (s. 3H). 6. 43 (s, 2H). 6. 89 
(d. J=9. 2Hz. 2H) . 7. 82 (d. J=9. 2Hz. 2H) 

^»4 6 mmD 

2. 6--:;'b Kn4'>-4 f-^l/^x-^^U 4 - b Kn4^'>7 >!r h 

iSi-A^mt^'f-Xy^y (10ml) \z.%m9\Ab-Qnfz2. 6--:^^ h^->-4- 
4 h + v/7 * -^r h > (3 2 1 m g) 
*rfJ|gao h >; 7*0 > (349ml) ^>^o< l9»n;iy:m> S^S^'T'-Bfe 
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y'<--(:mmt^ZttzJ::'0. mm<0<t^^ 8 7 m g . iR^ 6 8 %-?r?#^o 

^H-NMR (CDCI3, 5 0 0MHz) :62. 16 (s, 3H), 6. 
16 (s, 2H). 6. 79 (d. J = 8. 6Hz. 2H). 7. 56 (d. J 
= 8. 5He. 2H) 

m^mA 7 

(2. e-'yhVa^iy-4-:^^Jly:^-Jl) {4- [(6. l-'J/h^ 

4-^ no- 6. 7-'>V h + ->+y 'J> (6 Img) tUmm 4 6 X-mfz 2 . 
6 - v>"t Ko+>'-4-y ;l/ 4 - t Kn + >'7xr.;l/ -ir h > 

CI 0 Omg) ^e^x^L/^i/iJ n-;u-:;y (0. Sm I) ir^j^ 

^•yr. 1 7 ot:ni^2 Q^i^mmwLfzo KJtM^^tm^mT^mt h ■:>a7K^ 

/i^ J~)\y (1 0 0/1) T'®gg-f'5->U:^yJl';:7vA^Dv h^v^^ -{c 

^H-NMR (DMSO. 5 0 0MHz) : 
5 2. 1 8 (s. 3H) . 3. 9 0 (s. 3 H) , 3. 9 5 (s. 3H) . 6. 
20 (s. 2H) 6. 68 (d. J=4. 9Hz. 1 H) . 

7. 32 (d. J=9. 2Hz, 2H). 7. 42 (s. 1 H) . 7. 43 (s, 
IH) , 7. 82 (d. J=8. 6Hz, 2 H) . 

8. 54 (d, J=5. 5Hz. 1 H) 

S«5JtlrM (FD-MS, m/z) :4 3 2 (M'^+1) 
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6. 7--:^y h^'>-4- (4-- i-o7xy4^-» V > 

4_>7aa-6. 7 - >f / h + U > ( 1 . 8 4 g) irfJlSSi® 4 -- h 

^H-NMR (CDClo. 500 MHz) : 6 4. 01 (s. 3H). 
4. 0 6 (s. 3H) . 6. 6 9 (d. J = 4 9 H z . 1 H) . 7. 2 7 (d, 
J =9. IHz. 2H) . 7. 3 7 (s. IH) . 7. 4 7 (s. IH) . 8. 
32 (d. J=9. IHz. 2H). 8. 62 (d. J=4. 9Hz. 1 H) 

Sfi5^#r{i (FD-MS. m/z) :32 6 (M"*") 



MW4 9 (#31^^]) 

6. 1 -i?/ (4-T^ y 7xy4-» ^yj > 

6, 7_c;;f,f>4..>_4- (4-j:^hn7iy + -» > (1. 0 0 g) 

^N. N-i>V^;I/*>'l'A7 ^ K/HF^i^^L' (3 0ml /I 5ml) {C?gPL^ 
1 O^TKi^-fb^'^i^-^A-^?^ (6 9mg) tK^I^S^T^SIct 1 7 

/=^»5iKi5^ h U '^^A-el^lSLfco WS-f^m^i^L. m^O{t-^^l 9 9 
mg. W8 8%T?t^o 

^ H-NMR (CDgOD. 500 MHz) : 6 4. 00 (s. 3H), 
4. 00 (s. 3H), 6. 47 (d, J=5. 5Hz. 1 H) . 5. 82 (d. 
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mmmsi 

N- {4- [(6. 7-'>';< h^'>-4-^y ;t^'>] 7jc-;1/} - 
(3. 4-'>V ;:7>>b>i^>1^$ K (6 2) 

6, 7-vy h + ->-4- (4-T? y ^^y+v) (56m g) i 

rUBSSiOS. 4-->V h + S/^m^i? (6 0mg) ^N, N ^;b;t^JU AT 
5 K (2ml) izmmt. l-i^;U-3- (3' - vV f-^U7 5 y :/n f;U) 
i K^gfi^ (8 Img) ^*Qx.. ^S(iT2 2B^FBmj$L/io ^;i>S 

(1 0/1) T'Jggat'5v>"j7^7y;U;^7A::7pv -lwJ:f9*tS!iL. g 

m(Dit^^^ 7 m g . 8 % T'?iyto 

^ H-NMR (CDC 1 3. 5 0 0MHz) : 5 3. 87 (s. 3H). 3. 
8 7 (s. 3H) . 4. 0 6 (s. 3H) . 4. 0 7 (s, 3 H) . 6. 4 8 
(d, J = 5. 5Hz. IH). 6. 63 (d. J=8. 5Hz. 2H). 7. 
18 (d, J = 9. 2Hz. 2H) . 7. 34 (m. 2H). 7. 43 (s. 1 
H) , 7. 55 (s, IH). 7. 57 (s. 1 H) , 7. 76 (d. J=8. 
6Hz. 2H). 8. 48 (d, J=5. 5Hz, 1 H) 
S«:^^it (FD-MS. m/z) :4 6 0 (M"^) 

^«^J5 2 

N- {4- [ (6. 7-->V h^->-4-^y 'J-^l^) :t^>] yj^—M - 
->^n>\^-»>;^;l..-K^-9-^ K (6 3) 

6. 7-py h + '>-4- (4-7^y7iy + >) +y U > (5 2ing) i 
l13BR^iJ©i/^'o^+■9->^;^5^:>i? (4 6mg) ^-N. N-v^y g^;U;^;UAT 5 
K (2ml) {C}g»U l-xf-;l.-3- (3' - v>V f-;i/7 ^ y t";!.) * 



I 
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J=8. 6Hz. 2H) . 6. 9 6 (d. J =9. 2 Hz. 2H) , 7. 3 2 
(s, IH). 7. 62 (s. IH). 8. 36 (d. J=5. 5Hz. 1 H) 
(FD-MS. m/z) :2 9 6 (M"*") 

nmm5 o 

N- (4- [ (6. 7-v>V h4^->-4-^y'J->'U) ;r^'>] 7x^;l/} - 

6. 7-v>*y h + v'-4- (4-T$ + » > (5 7mg) t 

H!IS£2i©-=i^>K (3 7mg) ^-N. N- / ^Jlt^J\^l^T i K (2ml) |r 
^fl?L/::'^> l-j:f-;U-3- (3' - v^y^^bT i y t°;U) ^^U^Kv^-T 5 
Ki^SSi^ (7 9ing) =^:1]qA.s ^Ulcx 5mmmi^LtZo M*Diii^»7KiS^M 

Ls S^©>fk^il^*4 7mg, we l%T-'fi/;:o 

^ H-NMR (CDClg. 500 MHz) -.5 4. 05 (s. 3H). 4. 
06 (s. 3H). 6. 49 (d, J=4. 9Hz. 1 H) , 7. 22 (d. J 
= 8. 6Hz, 2H). 7. 42 (s. 1 H) , 7. 47 (d d, J=4. 9. 
7. 9Hz, IH), 7. 56 (s. 1 H) , 7. 77 (d. J=9. 2Hz. 
IH). 8. 26 (d. J = 8. 5Hz. 2 H) . 8. 49 (d, J=4. 9H 
z. IH). 8. 79 (d. J = 3. 7Hz, 1 H) . 9. 13 (s. 1 H) 

Kfif^tff^ (FD-MS. m/z) : 40 1 (M"^) 
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ji^t^i^yfi \:'mmm (8 4mg) ^taA.^ m^(zx 2 2mi\mnLfz'iit^ mmm 
5 1 tmmomm^j^^rmmu giso^i:^«4 5ingx umB4%-vntzo 

^H-NMR (CDC I g, 5 0 0MHz) : 6 1. 3 0 (m. 2 H) . 1. 
5 6 (m. 2H) . 1. 7 3 (m. 2H) . 1. 8 5 (m. 2 H) , 1. 9 7 
(m. 2H) . 2. 2 6 (m. 1 H) . 4. 0 5 (s. 3 H) . 4. 0 5 (s. 
3H), 6. 43 (d. J=5. 5Hz, 1 H) . 7. 14 (d. J = 8. 5H 
2. 2H), 7. 36 (s. IH), 7. 42 (s. IH). 7. 55 (s, 1 
H) . 7. 63 (d. J=8. 5Hz. 2 H) . 8. 47 (d. J=5. 5Hz. 
IH) 

HM:J^^frfii (FD-MS. m/z) :4 0 6 (M^) 

N- (4- [(6. 7-v?y K4^->-4-^y U-;i^) ^^->] - 
2 -:7 7>;<7;b^>1j-$ K C6 4) 

6. 7-'J;i (4-7iy7xy + v)+y'J> (5 5mg) i 

r|i|Snn®2 (3 2ing) ^N. N - f■;^;^^;^A7 ^ K 
(2ml) icr^fi^L^ l-a:^;b-3- (3* ~ / ^JlT i y:fo Hju} ti)V 
'■t'i^'f ^ K:^^ig (9 Img) ^JbD^s ^■^JCT2 2 B^FaWi* t /::m> ll]te««J5 
1 ifil^OSIf'PlCckoTi^giL. SS©{b^ig!I^3 5mg. iK^4 8%r'?#/^o 

^H-NMR (CDClg. 500 MHz) :54. 04 (s, 3H), 
4. 0 5 (s. 3H) . 6. 4 9 (d. J =4. 9 Hz. 1 H) . 6. 5 7 (d 
d. J=l. 8. 8. 7 Hz. IH) . 7. 2 0 (d, J = 8. 6 Hz. 2 H) . 
7. 2 8 (d. J = 7. 9 Hz. 1 H) . 7. 4 2 (s. 1 H) . 7. 5 1 (s. 
IH) . 7. 5 6 (s, IH) , 7. 7 7 (d. J=9. 2 Hz. 2H) . 8. 
35 (s. IH). 8. 49 (d, J=5. 5Hz, 1 H) 
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HB^tfrM (FD-MS. m/z) :3 9 0 (M"^) 
5 4 

N- {4 - [ (6. 1-'^^ h4-v-4 -^y U-^b) 7x-;U} - 

Z-=f-f7 :z.yti)\yyf-.^^x K (6 5) 

6. 7--:^^ h + '>-4- (4 -7 ^ y 7xy4^» +y U > (5 4mg) i 
rfiBRfa0 3 (4 4mg) ^N. N - y ^;U;^;U A7 $ 
K (2ml) l-xf-;u-3- (3' - f-;U7 $ y T'o t°;U) t) 

i Ki^Kil (8 2ing) ^Sn;l. MfilcT3 1 ^fm.nLf-J$L^ Hffi^J 
5 1 <tlH|<i®^fp{cJ:oTJ|iSLs OT®'fb^tl^4 Img. iR^ 5 5 %T'^|y::o 

■'-H-NMR(CDCl3. 500MHz) .-(54. 02 (s. 3H), 4. 

04 (s. 3H). 6. 46 (d. J=5. 5Hz. 1 H) . 7. 17 (d, J 
= 8. 6Hz. 2H). 7. 38 (m. 1 H) , 7. 55 (d, J=l. 2Hz. 
IH), 7. 56 (s. IH). 7. 73 (d, J=8. 6Hz, 2H). 8. 

05 (dd. J=l. 2. 3. IHz. IH). 8. 37 (s. 1 H) . 8. 4 
7 (d. J =5. 5Hz. 1 H) 

Sa:»*ff^l (FD-MS, m/z) :4 0 6 (M^) 

mm 5 5 

N- (4- [ (6. l-'^i^ Y^'y-A-^J 'J-^l-) ;r^x3 7x~;U} - 
(4--hD7xx;l.) K (6 6) 

6. 7-->V h4^>'-4- (4-7 i y 7xy 4-y 'J > (l l Omg) 
imiSiPnO 4 h D^B§S? ( 1 0 0 m g) ^N. N - v>-y f-;U;^>iUA7 i K 
(4ml) {c^j^Lx l-x^;l.-3- (3' - -^y f->'L'7 i y e^U) 3^7;U 

K^iiig (1 7 6mg) miaiwT2 2^mm\.f'j^^ mm 
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/•Co 

^H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s. 3H) . 

3. 9 5 (s. 3H) . 6. 4 9 (d. J =5. 5 Hz. 1 H) . 7. 2 9 (d. 
J =9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) . 7. 5 2 (s. 1 H) . 7. 
93 (d. J=9. 2Hz. 2H). 8. 21 (d, J=8. 6H2, 2 H) , 
8. 39 (d, J=9. 2Hz. 2H) , 8. 48 (d, J=5. 5Hz. 1 H) 
. 10. 7 (s. 1 H) 

m^^m (FD-MS. m/z) : 4 4 5 (M^) 

ll»5 6 

N- {4- [(6. 7->'y h4-'>-4-^yU->'l^) 7^4=•■>] - 
(N. N-->'y ^;b7$ y tiJl7t:^-^i K (6 7) 

6, 7 - y^/ (4-Ti y 7iy + -» ^^y; > (5 Img) t 

miSS0 4->'y^;b7^y^m§K (4 4mg) ^N. N - i:^ / i-Jl^t^jlM^r 
^K(2ml) \zi^mi. l-xf-;U-3- (3' - •:>V f-;U7 ^ y f;U) 

:<7;u*"i>v ^ KJg^m (8 3mg) ^M^. MsicTi ^mmmnitim. mm 

^ H-NMR (CDC 1 50DMHz) :(5 3. 0 6 (s. 6 H) . 

4. 05 (s. 3H), 4. 06 (s, 3H). 6. 48 (d. J=4. 9H2. 
IH),. 6. 7 1 (d, J =8. 6 Hz. 2 H) . 7. 17 (d. J = 8. 5H 
z. 2H) . 7. 4 4 (s. IH) . 7. 5 7 (s. 1 H) . 7. 7 4 (d, J 
= 8. 5H z. 2H) . 7. 8 1 (d. J =9. 2 Hz, 2 H) . 7. 9 4 (s. 
IH) , 8. 4 9 (d. J =5. 5H2, IH) 

K«5}tlf^ (FD-MS. m/z) : 4 4 3 (M"^) 
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N- (4- [(6. 7--:^^ h^->-4 -^y 'J-^l^) :t^->] - 
(4-74r^;b7 ^>>l/4^^^^t^^ K (6 8) 

6, 7--:;'^ h + >'-4- (4-T ^ y 7xy + +y U > (5 4mg) t 
rfTlS£?.0 4-74r5^;U^m§K (4 6mg) <£-N. N - ^;U;^;l/ A 7 ^ K 
(2ml) l::?t)SL. l-xf-;i/-3- (3' - f-;l'7 i y :/n f;U) 
*'-;''f i K:gg?ie (8 7mg) ^tjn^> MSfCT 2 2B#Fa^it^L^c'^^ ^«6^J 

^H-NMR (DMSO-d g. 500 MHz) :52. 66 (s, 3H). 
3. 9 4 (s. 3H) . 3.. 9 5 (s, 3H) , 6. 4 8 (d. J =4. 9 Hz. 
IH) . 7. 2 8 (d. J =9. 2 Hz. 2 H) . 7. 3 9 (s, 1 H) . 7. 
52 (s, IH). 7. 94 (d. J=9. 2Hz. 2H). 8. 10 (m, 4 
H) . 8. 4 8 (d. J =5. 5H z. 1 H) . 10. 6 (s, 1 H) 
(FD-MS, m/z) :4 4 2 (M"^) 

^^j5 8 

N- {4- [(6. 7-v>'y h^->-4-^y 'j-^U) ?^^i/3 7x-;l/} - 
(4-yf-;U7x-;l/) K (6 9) 

6. 7-v'yh + '>-4- (4-7?y7xy + '»+y'J> (54m g) <!: 
.■mi5D°n®4-7'f->'L'3cmt®e (5 4mg) ^N. N-vV ^;l't^>'UA7^ K (2 
ml) (c^ft?L> l^xf-;U-3- (3' - v?;f ^>'U7 $ y f;l.) 
^ $ Ki^gji^ (8 5 mg) ^iJQ^. W^i^X 2 2mmWLfz'&. H WJ 5 1 1 
J: o TittSII Ls mmo^t^m^ 6 5 m g . iR^ 7 8 %Tl#fco 
-'■H-NMR(CDClg, 500 MHz) : 5 0. 95 (t. J=7. 3H 
z, 3H) , 1. 3 8 (m. 2 H) . 1. 6 4 (m. 2H) , 2. 6 9 (t. J 
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= 8. OHz. 2H). 4. 05 (s, 3 H) . 4. 06 (s. 3 H) , 6. 4 
8(d. J=5. 5Hz, IH). 7. 19 (d, J = 9. 2Hz. 2H), 7. 
30 (d. J = 8. 6Hz. 2H), 7. 42 (s. 1 H) , 7. 57 (s, 1 
H) . 7. 75 (d. J=8. 6Hz. 2 H) . 7. 82 (d. J=8. 6Hz, 
2H). 8. 03 (s. IH), 8. 49 (d. J=5. 5Hz. 1 H) 
SS:»tffflt (FD-MS. m/z) :4 5 6 (M^) 

mmm 5 9 

N- {4 - [ (6/ 7--:^;< h^->-4 t^i/] 7x-;U} - 

(4-7;y7x-;l/) ijjUTH^-^i K (7 0) 

{4- [(6. 7-->'^ h + '>-4- + y.y^;b) ;*-+->3 7x-;U} (4- 
^ho7i-;U) *;l{*>■t^$ K (lOOmg) ^N, N - v';' 5";l/^-^;Ui.7 ^ 
K/I^g?xf^;l/ (9ml /5ml) Iz^mU 1 0%^<7 'J't^ l^-^m (6 9m 

^•8 5mg^ iR*9 

^ H-NMR. (DMSO- d g, 50 0MHz) :<5 3. 9 4 (s. 3 H) , 
3. 95 (s, 3H). 5. 75 (b r s, 2 H) . 6. 46 (d, J=4. 9 
Hz. IH). 6. 61 (d. J=8. 6Hz. 2 H) . 7. 22 (d, J=9. 
2Hz. 2H).,7. 39 (s, 1 H) . 7. 52 (s. 1 H) . 7. 73 (d, 
J=8. 5Hz. 2H) . 7. 89 (d. J=9. 2Hz. 2 H) , 8. 46 

(d. J=5. 5Hz. IH). 9. 90 (s. 1 H) 

®fi:»tlT<S (FD-MS. m/z) : 4 1 5 (M"*") 
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^^J6 0 

N- {4- [(6. 7 -'J/ h'^i^-A-^y ')-Jl) y^-jl) - 

4 - b° 'J ^ K (7 1) 

6. 7--;>'> h + i/-4- (4 -7 5 y 7xy + -» 4^y'J > (5 3mg) t 
mBSS^-f V-='^>g? (4 5mg) ^N. N->;i^)lt^JUA7 i K (2nil) 

(9 8mg) ^sirT6 2mmmnLfz'^s mmmbi tmmo 

■^H-NMR (DMSO-dg, 500MHz) :<53. 94 (s, 3H). 
3. 96 Cs, 3H). 6. 48 (d. J = 5. 5Hz. 1 H) . 7. 29 (d. 
J=9. 2Hz» 2H). 7. 39 (s, 1 H) . 7. 52 (s. 1 H) . 7. 
88 (d. J=4. 3Hz. 2H) . 7. 92 (d. J=8. 5Hz. 2 H) . 
8. 48 (d. J=4. 9Hz. 1 H) . 8. 80 (d. J=4. 3Hz. 2H) 
. 1 0. 6 (s. 1 H) 

HS5^tfrM (FD-MS. m/z) :401 (M"^) 



N- {4- [(6. 7 -V/ V^'y-4-^y> ')^Ji^) t^i^l 7x~;[/} - 
Jiyi3)l:f^^-^i K (72) 

6. 7-v'y h + v'-4- (4-Ti y^xy +y'J > (5 Om g) <!: 
rf5aSa°D®2-0^7^7x>:^;U*'>K (4 6mg) ^N. N - 'J / f- Jl^. Jl. A7 i 
K (2ml) l-x^;U-3- (3* - v?;* ^^1/7 $ y fjU) ^ 

Jl^^'J-(i Vmmm (9 9mg) «rm^ miai-T6 2B#F^«l£i^L/::^s HJfe^lJ 
5 li|5l<i©^mcJ;oTi^i!!U «ScD^b^^*3 7mg^ 5 4 9^T-fiy;:o 

^H-NMR (CDClo. 500 MHz) :<5 4. 02 (s. 3H), 
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4. 04 (s. 3H). 6. 46 (d, J=5. 5Hz. 1 H) , 7. 11 (m. 

IH). 7. 17 (d. J=8. 6Hz, 2 H) . 7. 40 (s. IH). 

7. 55 (m. 1 H) . 7. 56 (s. 1 H) . 7. 73 (d. J=8. 5Hz, 
2H). 7. 73 (m, 1 H) . 8. 38 (s. 1 H) . 8. 48 (d, J = 
4. 9Hz, IH) 

N- {4- [(6. 7--:>>'h^v/-4-^y';-;u) :t4^'>] 7x-M - 

4-\^7 ji-JltJl7i(^-*yi K (73) 

6. 7-i>V h + v'-4- (4-7iy 7xy + >').^y'J > (52mg) ^ 
h U x^;UT $ y/mt:^ f-l/> (3ml/2inl) L. ri5K£&0 \£y x 

^;U/7>'l/;i^>gS^'ni; K (BOmg) ^Sox.. Mia{rT2 S^FalitJ? L^o SJo 

<b^^^9mg> JR^l 0%T'?#/Co 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 95 (s. 3H), 
3. 95 (s, 3H). 6. 48 (d. J = 5. 5Hz. 1 H) . 7. 28 (d, 
J=9. 2Hz. 2H) . 7. 40 (s. 1 H) , 7. 43 (t. J = 7. 3H 
z. IH). 7. 5 0-7. 5 3 (m. 3H). 7. 77 (d. J=7. 3Hz. 
2H). 7. 85 (d. J = 8. 6Hz. 2 H) . 7. 96 (m. 2H). 

8. 08 (d. J = 8. 5Hz. 2H). 8. 48 (d. J=4. 9Hz. 1 H) 
. 1 0. 4 (s. 1 H) 
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Kft^tfrilt (FD-MS. m/z) :4 7 6 CM"^) 

N- {4- [ (6. V-Jl) ^^i/] 7x-;U} - 

(4-yh4^->7x-;U) ^>>U.-K^»; K (7 4) 

6. 7-i>V h + >-4- (4-7^ y 7xy + -/) +y 'J > (5 2mg) ^ 
h >jai^;l,7^ >/lg<tyf-U> (3m 1/2111 1) jriSSL. rfTlSD°a® 4 - 7' 

h+ v^m«^ o ij F (0. 0 7ml) ^]!iDx.x MSi^T3 o^mmwitj^. 
nmm 62 1 mmom^jfiz o t^m l . mmoit^m^ 34mg.JK^4i% 

^ H-NMR (CDC, Ig. 500 MHz) :60. 99 (t. J=7. 3H 
z, 3H) , 1. 5 2 (m, 2 H) , 1. 8 0 (m. 2 H) . 4. 0 3 (m, 2 
H) . 4. 04 (s. 3H). 4. 05 (s. 3 H) , 6. 47 (d. J=4. 

9 Hz, IH) . 6. 9 5 (d. J = 9. 2 Hz. 2 H) . 7. 1 8 (d. J = 
9. 2Hz, 2H) . 7. 46 (s. 1 H) . 7. 57 (s, 1 H) . 7. 74 

(d. J=9. 2Hz, 2H) , 7. 86 (d. J=9. 2Hz, 2 H) . 8. 

10 (s. IH), 8. 49 (d, J=4. 9Hz. 1 H) 
M5>tfTM (FD-MS, m/z) :4 72 (M^) 

N- {4- [ (6. 7-yy h^->-4-^y'J^>'l^) ;t4^'>] 7x-;U} - 
(4 -7'o^7x~;l/) K (7 5) 

6, 7-v?y S + v'-4- (4 -T$ y + 4^yU > (5 2mg) t 
rtjfiSD'?i©4-7'o*$,il§g? (7 8mg) ^N, N- v>V ^>'L'*^L'AT 5 K (2 
ml) lcf|fjSL^ l-xf^;l.-3- (3' - i^y f-;U7 ^ ^ f;U) :^;U.-Kv? 
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^ ^ mmm (1 0 2ing) msicTi immwitz'^. mmm5 1 

^ H-NMR (CDClg. 500 MHz) : 6 4. 07 (s, 3H), 4. 
07 (s. 3H) . 6. 53 (d. J=5. 5Hz. 1 H) . 7. 2 2 (d. J 
= 9. 2Hz. 2H). 7. 37 (s. 1 H) , 7. 50 (s. 1 H) , 7. 6 
2 (s, IH). 7. 65 (d. J=8. 6Hz. 2 H) . 7. 8 4 (d. J = 
8. 6Hz. 2H). 7. 86 (d. J=8. 6Hz. 2H), 8. .41 (d. 
J=5. 5Hz, IH) 
KS5^ffi^# (FD-MS. m/z) :4 7 8 (M"^). 4 8 0 (M "^+2) 

N- {4- [ (6, 7-v>'y h^iy-4-,^J U~Jl) :t^->] y^-^M - 
(4-y h4^'>^;b»'-;i/7x-;U) /7;l/:jO■t^ ^ K (7 6) 

6. 7-i?;'h + v^-4- (4-T$y7xy + :/) +y'J> (100m g) 
iOTSO^-y y^;UxU7:$';l'K (13 0mg) ^N. N- v>";'f- 7 
^K(4ml) H^ft?Lx l-Ji^;U-3- (3* - 5^;UT ^ y t°;l/) 
;<7>»l/;K>^^ $ (2 2 7mg) ^Sn;L. MSlCTl 8I^Fb1»L^^. || 

iS«aj5 1 <!:iHl^OSIf'picJ;^TltS5iL. ^Oib^f^^ 9 9 m g. iR^6 4%T' 

^ H-NMR (CDClg, 500 MHz) :(53. 98 (s. 3H). 4. 
06 (s. 3H). 4. 06 (s. 3 H,) . 6. 49 (d. J=4. 9Hz, 1 
H) , 7. 22 (d. J=9. 2Hz. 2H) . 7. 43 (s. 1 H) . 
7. 56 (s. IH). 7. 76 (d. J=9. 2Hz. 2H) . 7. 97 (d. 
J = 8. 5Hz. 2H), 8. 18 (d, J=8. 6Hz, 2 H) . 8. 49 
(d, J=5. 5H2. IH) 
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SIS5>W (FD-MS. m/z) :4 5 8 (M + ) 

N- (4- [(6. 7 -'J/ ^)-Jl) 7x-;Ul - 

2-t°') 'J >tf)lzi( Jf-*)-i K (7 7) 

6. 7 -'J/ h + ->-4- (4-7$y:'xy + -» +y'J> (SOmg) i 
rliHSa© t°n i; >gj (4 2rag) ^N, N - i> ;f ^ fl^^Jll.T i K (2ml) {c 
?iflSL. l-if-^U-a- (3' -i^'^J'^^UT^ y t°;U) ^ Ki^ 

S?^ (1 2 3mg) ^UaA.. MJCTl 9^P9l!tt? L;^c^. HJfeflajs i <hi5]<i© 
^f'PlCcfc-^TliSilL. SHO-fb^^^S 8mg. iDJ^S 6%-ej#/Co 

^ H-NMR (CDC 1 g, 5 0 OMHz) : 5 4. 0 6 (s. 3H) . 4. 
06 (s. 3H), 6. 49 (d. J=5. 5Hz, 1H)..7. 23 (d. J 
= 8. 6Hz, 2H). 7. 43 (s. 1 H) . 7. 51 (m. 1 H) , 7. 5 
8 (s. IH), 7. 89 (d. J=9. 2Hz. 2H). 7. 94 (m. 1 H) 
, 8. 33 (d. J=8. OHz. 1 H) , 8. 50 (d, J=5. 5Hz. 1 
H) . 8. 6 4 (d d. J = 1. 8. 4. 9H z. 1 H) 

KS:JJtffM (FD-MS. m/z) :40 1 (M"*") 

N- {4- [ (6. 7-'y/ h^iy-A-^J')-;l) - 

^ ( ' ' ■ n il I. 

(4 -b Ko^->^;l/;K— ;U) /7>>i/»'4-» $ K (7 8) 
{4- [ (6. 7-'J^\^'^-^-^J^)=.)\.^ -7:^=,)^) - (4 

h + v;^;Ufc;U7i-;U) ti)\y^.^^l h'^/^^y-Jl (3ml) tc^jg 
L^ 3 3%7K®?<b^'J't'X.7K?iffS (1. 5m 1) ^:J!in;tx ^ST2^PBmi$tyro 
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^H-NMR (DMSO-dg. 5 0 0MHz) -.6 3. 93 (s, 3 H) . 

3. 94 (s. 3H). 6. 47 (d. J=5. 5Hz. 1 H) . 7. 28 (d. 
J=9. 2Hz. 2H). 7. 39 (s. IH). 7. 51(s. lH). 7. 
92 (d. J=9. 2Hz. 2H). 8. 07 (m. 4 H) . 8. 47 (d. J 
= 5. 5Hz. IH) . 10. 5 (s, IH) 

«5>tffM (FD-MS. m/z) :4 4 4 (M"^) 

I 

/■ 

N- {4- [ (6. 7-->'y ')-Jl) y - 

'yC^ aK>^ >t>J\^7H^-^i K (7 9) 

6. 7->'y h4^v-4- (4-Ti y + ')> (5 3mgy i 

n'<>^>;^7;b4<>^ (6 6mg) ^N, N - 'J ;i i-Jlt^JlA7 i 
K (2m I) tzmmU l-i5^;l/-3- (3' - / i-Jl'7 i J z^ah'Jl) ij 

I v^mM (1 1 omg) ^stcTi mnmwLfz^. %m 

■'■H-N!VIR(CDCl3, 500 MHz) 64 (m. 2H), 

1. 8 1 (m. 2H) , 1. 9 1 (m, 4 H) . 2. 7 5 (m. 1 H) . 

4. 04 (s, 3H). 4. 04 (s. 3H) . 6. 44 (d. J=4. 9Hz. 
IH) , 7. 1 3 (d. J =9. 2 Hz, 2 H) . 7. 4 5 (s. 1 H) . 7. 

5 5 (m, 1 H) , 7. 6 5 (d, J =8. 6 Hz. 2H) . 8. 4 7 (d, J 
= 5. 5Hz. 1 H) , 
KS^^Srffl (FD-MS, m/z) : 3 9 2 (M*^) 
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N- {4- [(6. 7--:^y l-^'>-4-4-7'J~;l/) y^^M - 

Ty-7>:?^>:^;U»>»$ K (8 1) 

6, h + ->-4- i4-Ti /^^y+v) +7 U > (5 Img) i 

mflSa®7^v>r5'>/7>'l'4<">K (1 1 Omg) ^N. N - 'J / 9 Jl^^jlAT i 
K (2m 1) {C^ISL> l-x^;u-3- (3' - 5^;U7 $ 7 T^o t';U) :^ 

;u^'-:^'f $ mmm ci o 7mg) ^a^. msjcti smrmwitz-^. uss 

/Co 

^H-NMR(CDCl3, 500MHz) 82 (m. 6H). 

2. 00 (m. 6H). 2. 1 3 (m. 3H). 4. 05 (s. 3 H) . 
4. 05 (s. 3H). 6. 44 (d. J=4. 9H2. 1 H) , 7; 15 (d. 
J=9. 2Hz. 2H). 7. 42 (s. 1 H) . 7. 55 (m. 1 H) , 7. 
64 (d. J=9. 2Hz. 2H). 8. 46 (d, J=4. 9Hz. 1 H) . 

SS5^«tM (FD-MS. m/z) : 4 5 8 (M"^) 

mmm i o 

N- {4- [ (6. 7->^y Y^'y-A-^J ir^'y] - 

(4-7-b h^'>7:tJi>>U) tDlrf^^^l K (8 0) 

6. 7-^/ h + v'-4- (4-Ti y 7xy + y) +y'J > (1 1 Omg) 
<tmS5a©4-T-ir h + (2 0 7mg.) N-vy^JU*;UA7 

^ K (6ml) jc^j^L. l-i^-iU-S- (3' - f-^l'T i 7 t°->U) 

7^7;b.-Kv^ i K^ie±g (2 2 3mg) ^isa^L^ w^\zxmfmnLt:^. mm 
m5i tmmo^i^izji^xmnu ^^o-fk^i^i^ 1 2 3mg. ir^? 2%T' 
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^H-NMR (CDCI3, 5 0 0MHz) :62. 3 5 (s. 3H). 4. 
06 (s. 3H). 4. 06 (s. 3H). 6. 49 (d. J=4. QHz. 1 
H) . 7. 21 (d. J=9. 2Hz. 2 H) . 7. 25 (d, J=9. iHz. 
2H) . 7. 43 (s. IH). 7. 56 (s. 1 H) . 7. 73 (d. J = 9. 
2Hz, 2H). 7. 87 (s. 1 H) . 7. 93 (d. J=8. 6Hz. 2 H) 
. 8. 50 (d. J =5. 5H2. IH) . 

(FD-MS. m/z) :4 58 (M^) 

N- {4- [ (6. l-'y/ >t-^->3 7^-;U) - 

2- (6-7-ir ^4'>:^7^;b) ^;l/;i<'4^-tj- i K (8 2) 

6, 7-i^y h4=-->- 4- (4-Tiy 7xy + -» 'J > (.5 Img) i 
mBSD°n©6-T-k h + '>-2-:^7 hxg? (1 2 Img) ^N, N-i>Vf-;L';^ 
;UA7$ K (2in 1) JC?gli?U l-xf-;U-3- (3' -'J/^Jl7^ yfa 
h°;U) ^;Ud-:v^^ $ Ki^i^i^ (1 2 4mg) ^IB^. SfifCT 1 3^mj$Ly-c 
IIM5 1 i|5l^iCD^fp{cJ;oTmSS!U aSC-ft^tl^&e 6mg. JR$7 
5 %T-'#fco 

^H-NMR (DMSO-dg. 5 0 0MHz) :52. 38 (s. 3H). 
4. 03 (s. 3H). 4. 05 (s, 3 H) . 6. 49 (d. J=5. 5Hz, 
IH), 7. 20 (d. J = 9. 2Hz. 2 H) . 7. 30 (dd. J=2. 4. 
9. 2 Hz. 1 H) . 7. 4 2 (s. IH) . 7. 5 7 (m. 1 H) , 7. 6 1 
(d. J = l. 8Hz. IH). 7. 81 (d. J=9. 2Hz. 2H), 7. 
86 (d. J=8. 6Hz. IH), 7. 89 (d. J=9. 2Hz. 1 H) . 
7. 9 4 (d. J =8. 6Hz. 1 H) . 8. 3 8 (s. IH) , 8. 4 9 (d, 
J =4. 9Hz, IH) 
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SlS^tffffi (FD-MS. m/z) :5 0 8 (M"*") 



N- {4- [ (6. 7 -'J/ h^'>-4-4^y 'J^;U) - 
(4 -b Ka4^'>7x-Jl/) tiM^-^i K (8 3) 

N- {4- [ (6, 7 h + ->-4-4-y 'J-^^) :t+v] 7i:r.;|.} - 

(4 -7-tr h + iy7i^;U) K (1 0 3mg) ^> (4in 

1) Kmmu 3 5%7KM<b/^7U't7A7K^?K (2ml) ^Jn^s Mfi-esNfPBm 

■^H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) . 
3. 95 (s. 3H). 6. 46 (d, J=4. 9Hz. 1 H) . 6. 87 (d, 
J = 8. 5 Hz. 2H) , 7. 2 4 (d, J =9. 2 Hz. 2 H) . 7. 3 9 
(s. IH). 7. 52 (s. IH), 7. 87 (d. J=8. 6Hz. 2H). 
7. 90 (d, J=9. 2Hz. 2 H) . 8. 47 (d, J = 5. 5Hz, 1 H) 
. 1 0. 1 (s. 1 H) 

mm^mm. iFD-Ms. m/z) :4i7 (m'^ + d 



m^mi 3 

N- {4- [ (6. 7--V'> h4^->-4-4> t^i^l yj^-M - 

2- (6-b K□^->:^7^;l') ;^;t/4<'^i^^ K (8 4) 

N- {4- [ (6. h + i/-4- + y 'i--'l') ^x-M - 

2- (6-7-fe h + i/:^7^;W) K (4 7mg) ^^^^^f-Jl (4 

m 1 ) izmm L> 3 5 %7Ki?^b:^ 'i AtHt^j^ ( 2 m 1 ) ^Jn^t. Mfir- 5 
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W8 6%-ei§/io 

^H-NMR (DMSO-dg, 5 0 0MHz) : 53. 95 (s. 3 H) . 
3. 95 (s. 3H). 6. 49 (d. J=4. 9Hz, 1 H) . 7. 18 (m. 
IH). 7. 20 (s, IH). 7. 27 (d, J=8. 6Hz. 2H). 
7. 39 (s, IH). 7. 53 (s. 1 H) . 7. 80 (d, J=8. 5Hz, 
IH). 7. 9 2-7. 9 8 (m. 4 H) . 8. 4 7-8. 4 8 (m. 2 H) . 
1 0. 0 (b r s, IH) . 1 0. 4 (s. 1 H) 

M^tfrM (FD-MS. m/z) :4 6 7 CM"^+1) 

N- i^-:f. h4^-/7x-;b) -N^ - {4- [ (6. 7 - h^->-4- 

ij-;!/) :t^->] 7x-;i/} '^7 1/7 (4 3) 
6. 7-'>'> h + -/-4- (4-7^ y 7xy4^>) +y i; > (5 3mg) ^ 
(3ml) (cMr^^L/c^. 4-^ b + v 7 x-^Ui' V '>7^- h 
(0. 2ml)^Sn;i> 3 O^PB^»n«bSffiL/=o t/rtB LT^^fSa^a^iaiXU h 
Jl'i > m-^t 5 C t {C ck t) &moit^^^ 5 4 m g . iR^ 6 8 % -e^f /-Co 

^H-NMR (DMSO-dg, 500MHz) :53. 72 (s. 3H), 
3. 94 (s. 3H). 3. 95 (s. 3 H) , 6. 44 (d, J=4. 9Hz. 
IH), 6. 87 (d. J=8. 5Hz, 2 H) . 7. 19 (d. J=9. 2H 
z. 2H) . 7. 3 7 (d. J =8. 5 Hz, 2 H) , 7. 3 8 (s. 1 H) . 
7. 52 (s. IH), 7. 58 (d. J = 8. 5Hz. 2H). 8. 46 (d. 
J=5. 5Hz. IH). 8. 50 (s. 1 H) . 8. 73 (s. 1 H) 
(FD-MS. m/z) :4 4 5 (M"^) 
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88 

N- (4-7;U;tn7x->>b) -K' - {4- [ C6. 1 - / 
7x-;b} ■^1x7(4 4) 

6, T-'JM h + v-4- (4-T^y7x/ + -» +y';> (54mg) ^ 
h;L'X> (3ml) lcM?§)S?Lfc^> 4 - 7;U;i-D 7 x^^b-f V i'T^^- b 
(0. 2inl)^jD^. 7 O^M^il«tLy::o tfftiiLT^/::S^^fiJRLx H 

^H-NMR (DMSO-dg. 5 0 0MHz) : 6 3. 94 (s. 3 H) . 
3. 95 (s. 3H). 6. 44 (d. J = 4. 9Hz. 1 H) . 7. 12 (m, 
2H) . 7. 1 9 (m. 2H) . 7. 3 8 (s. 1 H) . 7. 4 7 (m. 2 H) . 
7. 51 (s. IH), 7. 59 (d. J=9. 2Hz, 2H). 8. 45 (d. 
J = 5. 5H2. IH). 8. 72 (s. 1 H) , 8. 79 (s, 1 H) ®g 
rJ^-tffM (FD-MS. m/z) : 4 3 3 (M"*") 

mmm 1 6 

N- (4-7^o^7x.=.;U) -N' - (4- [ (6. V^v-A-^ 

yiJ-;U) :t4^'>3 7x-;b} -^l^y (4 5) 
6, 7-v?;t h + v'-4- (4-T^ y ^xy + v') +y'J > (5 2mg) ^ 

h;Ujc> (3ml) {cM^j^Lfc^. 4 -yn^7 x J^yU-f v v'Tt^- h 

(0. 2ml) ^Jnx.. ^^i^ifimmWLLfZo^^LX^fzm^B^mLL. V 
>lri5fe-^-r S C <!: (C J: «5 ^®©{b^ifel^ 5 6 m g . iR^ 6 4 %T-^iy::o 
H-NMR (DMSO-d g. 500 MHz) :53. 94 (s. 3H). 

3. 95 (s, 3H). 6. 44 (d. J=5. 5Hz. IH). 7. 19 (d. 

J =9. 2 Hz. 2H) . 7. 3 9 (s. 1 H) , 7. 4 5 (m, 4 H) . 7. 

51 (s. IH). 7. 59 (d. J=9. 2Hz. 2 H) . 8. 46 (d. J 
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= 5. 5Hz. IH). 8. 86 (s. 1 H) , 8. 86 (s. 1 H) 
M^M(FD-MS. m/z) :4 9 3 (M"^). 49 5 (M'^ + 2) 

N- {4- [(6. 1 -'J/ h^'y- ')-Jl) y^i-M - 

- (4 ha7x-;l/) 01^7 (46) 
6. 1 -•J>^ (4-7^ /7iy + -» +y 'J > (1 0 3mg) 

^h;Uj^> (10ml) izmmi^mitz'^. 4--\^oyj,^jl^v'yT^-h 

(3 6 6mg) ^iMPL. 6 0^m-mfmmuzo ^thix^tzm^B^^mmu h 

;Ux > -ei5fe^t 5 C i Iw ct 0 SM©<b^1^!I^ l 4 l m g ^ iR^ 8 8 %T?^/Co 
•^H-NMR (DMSO-d g. 500 MHz) :53. 94 (s, 3H), 

3. 95 (s. 3H). 6. 45 (d. J = 5. 5Hz. 1 H) . 7. 23 (d. 

J=8. 6Hz. 2H) . 7. 39 (s. 1 H) . 7. 51 (s. 1 H) . 

7. 62 (d. J=9. 2Hz. 2H), 7. 71 (d. J=9. 2Hz, 2 H) 

, 8. 20 (d, J=9. 2Hz, 2H), 8. 46 (d. J=5. 5Hz, 1 

H) . 9. 08 (s. IH) . 9. 49 (s, 1 H) 
IBS^ffi^M (FD-MS. m/z) :4 6 0 (M"^) 

N- (4 -yf-;l/7x.=.;U) -N^ - {4- [ (6. 7-y'y h4^->-4-^ 
t^jy] 0 1^7 (4 7) 

6. h + v/-4- (4-T^ y 7x>'+i^) +y iJ > (5 Omg) ^ 

h^bi^ (3ml) JcJnlfe?^»?Lfe'^s 4-yf-;U7i-;U^ V'>T;^- h 
(0. 2ml)*j!jnx.s 2 65>PBl»n^iS?iiELy:o 3^ac*i'Da;}^;L/A/T-bh> 
(1 0/1) -eSlgt'S'>'J;<7y>'l/*7Ai'n^h/77'f-{CJ;*)f|S3U S 



I 
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jgo-fb^igj^a 6mgs urn 4 SHrmtzo 

^H-NMR (CDClg/CDgOD. 500MHz) : 6 0. 93 (m. 
3H) . 1. 3 5 (m, 2H) . 1. 5 7 (m. 2 H) .2.57 (m. 2H) , 
4. 0 6 (s. 3H) . 4. 0 6 (s. 3 H) . 6. 4 9 (m. 1 H) . 7. 1 
4 (m. 4H). 7. 3 3-7. 6 2 (m, 6H). 8. 39 (m, 1 H) 

SM^tfftt (FD-MS. m/z) : 4 7 1 (M^) 



N- (4-7^y7x-;u) -N' - {4- [ (6. 7--:^y h4^->-4-^ 
y'J-;l.) 7x->>U} OUT (4 8) 

N- {4- C (6. 7-'Jy h + i/-4- + y 'J-^'l') :4-4^i/] yjLsr-M - 
N' - (4 --ho) yjL-jlOUT (lllmg) ^N. N - 'J / ^jI^^jIA 
Ti¥' ami) izmmU 1 0%y\^Wtit^<^'JO-i^-utm (l O Omg) =^1ja 
7K^;?iamTM{^T2 2ll#F8liti$t/Co h^ffli-^TMi§L 

^H-NMR (DMSO-dg. 500 MHz) :53. 94 (s, 3H). 
3. 94 (s, 3H). 4. 74 (brs. 2 H) . 6. 43 (d, J = 4. 9 
Hz. IH). 6. 52 (d. J=8. 6Hz. 2 H) . 7. 08 (d. J = 
8. 6Hz, 2H). 7. 16 (d. J=9. 2Hz. 2H). 7. 38 (s. 
IH) , 7. 5 1 (s. IH) . 7. 5 5 (d. J =9. 2 Hz. 2 H) . 
8. 14 (s. IH). 8. 45 (d. J=4. 9Hz. 1 H) , 8. 61 (s. 
IH) 

HS^tffffl (FD-MS. m/z) :4 3 0 (M"*") 
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N- CA-T-b'^Jlyj^-Jl) -N' - (4- [ (6. h^-/-4- 

7x-;u} OUT (4 9) 
6, 7- h + ->-4- (4-7^ 7 73.7 + ■» +7 U > (5 Img) ^ 
h>'UJc> (3ml) ^-M^^§/SL/::^^ 4 - 7-fr f-;U7 i^^U'f v ^T^^ - h 
(2 1 Omg) ^3D;i, 2 0 5>P^m«iil2iS L d o.i^;UA/7-fe h > 
(10/1) T-M^-r5->'J^y;U;^^Ai'n-7h^'7 7-f-{cJ;f5ffi!l!!L. S 
^(Dit^^ 5 0 m g , 6 4 %-C=^i/=o 

^H-NMR (CDC 1 g/CDgOD, 5 0 0MHz) :62. 5 9 (s. 
3H). 4. 07 (s. 3H). 4. 07 (s. 3 H) . 6. 50 (d. J=5. 
5Hz. IH), 7. 17 (d. J = 8. 5Hz. 2 H) , 7. 36 (s, 1 H) 
. 7. 58 (s. IH), 7. 58 (d. J=8. 5Hz. 2H), 7. 60 
(d. J=8. 5Hz, 2H) , 7. 94 (d. J=8. 5Hz. 2H). 8. 
40 (d. J=5. 5Hz, IH) 
KR^mm (FD-MS. m/z) : 4 5 7 (M"^) 



mmm 8 1 

N- {4- [ (6. h + >/-4- + y 'J-;U) t^jyl 7x-;U} - 

N' - (4-7:cy+->7a:-;l/) U7 (50) 

6. 7--:^y h + i>-4- (4-7^y7iy + -» +y'J > (5 3mg) ^ 
h;l/j^> (3ml) {cM^j|?Ly;:^> 4 -7 x 7 + v7 x^-'bY v ■>7^- b 
(0. 2ml)^j!]DX.. 3 0:5J»|Biaif£Lfco ]^S^^Dn.-t-wUA/7-lr h> 
(1 0/1) T'®W'5'>'J;^'y'-'l'*vA^ov h^5 7^ -lcJ;»5^!t|5lL. g 
aoft^!^^- 5 5 m g . IK^ 6 0 %T'f#fco 

^H-NMR (CDC 1 o/CD oOD, 5 0 0MHz) : 5 4. 4 6 (s. 
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3H). 4. 46 (s. 3H). 6. 51 (m. 1 H) , 6. 98-7. 62 
(m. 1 5H) . 8. 4 0 (m, 1 H) 
!Sfi3^«f^t (FD-MS. m/z) :5 0 7 (M"^) 

N- (4 vyab°;U7a.J=.;l^) -N' - {4- [ (6. l-'J;^ h^i^- 
4-4^y'J-;l') ;j-4^'>] yjL^M OUT (5 1) 
6. 7-v>v h + i/-4- (4-Ti y 7xy + -» ^y; > (5 Img) 

h^L'J^> (3ml) l=Jn**i?§^L/::^s A V^a t'Jly ^-Jl^ v i/7 ^- 
h (0. 2ml) ^to^, 2 Q^mimi^j^mLfZo ^M^i^ u u^t.jVl./T'^ V 
y (10/1) T'Jg§i-r'5.>"J:^W*^A:^o-r h^-'^^-r -{cJ:«9m^L. 
^©{b^^7 Omg. JR^g 0%7??#;to 

^ H-NMR (CDgOD. 500 MHz) :<51. 18 (d. J=6. 7H 
z. 6H) . 2. 82 (m. 1 H) . 3. 97 (s. 3H). 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5H2. 1 H) , 7. 04 (d. J=8. 5Hz, 
2H), 7. 11 (d. J = 8. 5Hz, 2 H) , 7. 25 (d. J=8. 5H 
z. 2H), 7. 26 (s, IH). 7. 38 (s. 1 H) . 7. 41 (d, J 
= 9. 2Hz, 2H). 7. 54 (s. 1 H) . 7. 82 (s. 1 H) . 8. 0 
3 (s. IH). 8. 42 (d. J=5. 5H2, 1 H) 

®S^^^ (FD-MS. m/z) :4 5 7 (M"*") 

^^f!I8 3 

N- (4- h'J7;l/^a^5";l/7x-;U) - {4- [ (6. l-'J^ y 
^v-4-^y'J-;U) ;j-^->] 7x-;U} -^UT (5 2) 

6. 7->'y h + i/-4- (4-T$ y + +y'J > (5 3mg) ^ 
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h;Ux> (3 ml) iztafmmtfz'^. 4- h')yJltoMi-Jly :^SLjly(^^i/ 

(0. 2ml) =^iiaA.. lo^mrnfmrnitzo fftBLTi^j^^^^ 

H-NMR (CDCI3. 500 MHz) .5 4. 05 (s. 3H). 

4. 0 5 (s. 3H) . 6. 5 2 (d, J =5. 5 Hz, 1 H) , 7. 1 8 (d. 

J =9. 2 Hz. 2H) . 7. 3 6 (s. 1 H) . 7. 5 6 (s. 1 H) , 

7. 59 (d. J=8. 6Hz. 2 H) . 7. 62 (d, J = 8. 6Hz. 2 H) 
. 7. 6 3 (s. IH) , 8. 4 0 (d. J =5. 5 Hz. 1 H) 
H«5>^flt (FD-MS. m/z) :4 8 3 (M"^) 

mmm8 4 

N- (4-n-y^;U7x-;U) -N' - (2- [ (6. 7-'J^ h^->-4 
-^y'j;u) Ti-^i/-] y^-M -^ur (14 7) 

IIJfeC^j4 8(iiJl>T^ 4 -~ hn7iy ->'Hi>i)^;tT2 h d7x y-;U^ 
fflir^fca*N{i[5|*ii::SS{L^6. 7-v^^h + ->-4- (2 h o 7 x y 
+ ^ 'J >*||Jfe«?iJ4 9i|HimJ-®7c:LT^/c. 6. 7-yyh + '>-4- (2 - 
T5y7xy + -» +y U > (56mg) ^h;Ux> (3ml) irJnlHi^lS L 

4-n-y^;l/7xJi;U'f vi/TT^- h (0. 2ml) ^Sn;t. 3 O^ra^Sn 
*US2it£L^Co ^^i^^'OD.-^Jl.A/'T-ir h> (1 0/1) -TrM^gf -5 'J :^y;U 
iJ'ov -{CJ:t)^ltSSfL. M®<b^^:4 5mg. JR^5 0%T'^#fco 

^H-NMR (CDCI3, 5 0 0MHz) : <5 0. 8 9 (t. J = 7. 3H 
z. 3H) . 1. 3 0 (m. 2H) , 1. 5 2 (m. 2H) , 2. 5 0 (m, 2 
H) . 3. 9 0 (s. 3H) . 3. 9 3 (s. 3H) , 6. 2 2 (d. J = . 
4. 9Hz. IH), 6. 87 (d. J=7. 3Hz. 1 H) , 6. 9 6~ 
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7. 0 1 (m. 4 H) . 7. 1 5 (b r s. 1 H) . 7. 2 8~7. 3 1 (m. 
4H). 8. 12 (brs. 1 H) . 8. 26 (d. J=4. 9Hz, 1 H) . 

8. 58 (d. J =7. 9Hz. 1 H) 
MS5JM(FD-MS, m/z) :471 (M"^) 

«^J8 5 

N- (4 -n-y5^;l/7a:-;U) -N' - {3- [ (6. 7-->V 
-^J 'J;l^) 7r^'>] 7^-;U} -^1^7 (9 1) 

IISfefi?>J4 8tcfc^,^T^ 4-— ho7iy-;^^c*^x.T3-— hn7iy-;u^ 
ffl^,^:^{a3!)^^iI5Ili{::®IL/c6. 7 - h + 4 - (3 ho7^y + 
+ >^|im^J4 9i[H)^{cil7t:LT'#/c. 6. 7-vyh + >'-4- (3- 
7 = y + +y U > (5 Img) ^ h;l/Ji> (3m 1 ) \z.w^^m\.ti 

4-n-yf-;U>'i-;H' V->7^- h (0. 2 m 1 ) ^j!)n^> 5 
«b§ML/Co ^g^^Dn:}t;UA/7-fe h> (10/1) T-Mgll" ^ •> 'J :^ 
0-7 -ICJ;«9**ML. g)l©ib^i^^2 6mg. iR^ 3 2 %T''#/Co 

^ H-NMR (CDClg. 500MHz) -.(50. 89 (t. J=7. 3H 
z. 3H) . 1. 3 0 (m. 2H) . 1. 5 2 (m. 2 H) , 2. 5 1 (m. 2 
H) , 3. 9 5 (s. 1 H) . 4. 0 0 (s, 1 H) . 6. 4 9 (d. J =5. 
5Hz, IH). 6. 81 (d. J=8. OHz. 1 H) . 7. 04 (d. J = 
7. 9Hz. 2H) . 7. 21~7. 30 (m, 5 H) . 7. 37 (s, 1 H) . 

7. 51 (s. IH). 7. 84 (brs. 1 H) . 8. 24 (brs. 1 H) . 

8. 4 3 (d. J =4. 9Hz. IH) 
Sfi5>ffi^ffi (FD-MS, m/z) :47 1 (M"^) 
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N-n-:r^Jl-ti' - {A- [(6. l-=y^V^i/-A-^J^))l)it^ 
v] yx-M r^UT (13 9) 

6. 7->5^ h + (4-7$ y + > (5 Img) ^ 

h;Ui> (3ml) \zlMfmmLt:'lk. n-y^Jl^yiyT^-b (0. 2 ml) 
^Jn;is lA^mutmmitio ^m^^^tit^jUAXT-\rb> (10/1) T 

^H-NMR (CDClg, 5 0 0MH2) .6 0. 9 3 (t. J = 7. 3H 
z. 3H). 1. 3 7 (m. 2H), 1. 5 3 (m. 2H). 3. 2 8 (m. 2 
H) . 4. .0 4 (s. 3H) , 4. 0 4 (s. 3 H) . 5. 0 4 (b r s. 1 H) 
. 6. 4 4 (d. J =5. 5 Hz. 1 H) . 6. 9 8 (b r s. 1 H) . 7. 1 
1 (d. J =9. 2 Hz, 2H) , 7. 4 1 (s. 1 H) . 7. 4 3 (d. J = 
9. 2Hz, 2H). 7. 55 (s, 1 H) , 8. 46 (d. J=4. 9Hz. 
IH) 

Sfi^^ii (FD-MS. m/z) :3 9 5 (M"^) 

mmmsi 

N- {4- [ (6. 7-'J/ U^U) ;j-^->3 y^-M - 

(4- h'J7>'L/;tay^;l/7x-;l.) K (15 7) 

6. 7-v>V h + >-4- (4-7$ y 7xy + -» > (5 3mg) t 

rt?BRS,04-h>j7;l':toy:^>^mSK (10 2mg) ^-N. N-yy^^;!.;^ 
;l/AT$ K (3ml) lc^ji?L^g&^ l-Jc^^^l-S- (3" ->?yf-;l.7$y 

7°nh°>iu) ;<7;udCv>'i' $ mwm (io2mg) ^ua^. m.u\zr 1 Ammit^ 
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•"•H-NMR (CDClg. 5 0 0MHz) :<54. 04 (s. 3H). 4. 

05 (s, 3H) , 6. 48 (d. J=4. 9Hz. 1 H) . 7. 22 (d. J 
= 8. 5H2. 2H). 7. 41 (s. 1 H) . 7. 55 (s. 1 H) , 7. 7 

6 (d. J=8. 5Hz. 2H). 7. 76 (d. J=8. 6Hz. 2 H) . 8. 
02 (d, J=7. 9H2. 2H). 8. 13 (b r s. 1 H) . 8. 49 (d. 
J=5. 5Hz. IH) 

KS^^tJifii (FD-MS. m/z) :4 68 (M"^) 

mmms 8 

N- {4- [ (6. 7-v^X Jl) t^'yl y - 

(4-v/^o^^i/;U7x-;U) ijJl^'^-*}-l K (15 8) 

6. 7-v>'y h + ->-4- (4-T S y 7xy + i/) +>"J > (5 2mg) i 
rUHSfii,© 4 - v'-'l'^mSS? (1 0 9 m g) ^N, N - ^ 5^;U;h;UA 

7^ K (3ml) izmmifz'^. l-if-;U-3- (3' -v^^^UT^yya 
h-;U) *jb;K>^^ ^ Kmi?i^ (1 1 Omg) ^Jn;i. ^iSlcT 1 4Btr^af^L:^ 

6 4%^?^#y::o 

■^H-NMR (CDClg. 500MHz) :61. 25~1. 86 (m. 
lOH), 2. 55 (m, 1 H) . 4. 01 (s. 3 H) , 4. 03 (s. 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d. J=8. 5Hz. 2 
H) . 7. 2 7 (d. J =7. 9 Hz. 2 H) , 7. 3 9 (s. 1 H) , 
7. 55 (s. IH). 7. 75 (d. J=9. 2Hz. 2 H) , 7. 83 (d, 
J=8. 6Hz, 2H). 8. 46 (d. J=5. 5Hz. 1 H) 



I 
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SJft^^tff^i (FD-MS. m/z) : 4 8 2 (M"*") 

N- (3 - [ (6. 7 -'J/ h^->-4-^y t^i/] 7x-;l.> - 
(4- t -y5^;U7x-;U) K(15 9) 

6. 7-v>^ h*v/-4- (3-7^ y 7xy + -» +y > (5 4mg) t 
f^mSh(D4- t -Z^f-Jl^M.mm (l 0-2-m g) ^N. N- 5^;U:hv;[,i7 $ 

\ (1 0 6mg) ^jn^, m.u\z.x s^mm.wuti.^ mm 
m^it mmo^^^\z ^ xmm u m.m<D{t^i^^ 2 9 m g , Jtj?^ 3 5 %t'?# 

^H-NMR (CDC Ig . 5 0 OMHz) : <5 1. 3 4 (s. 9 H) . 
4. 01 (s. 3H). ,4. 04 (s. 3H). 6. 55 (d. J=4. 9Hz, 
IH) , 6. 9 7 (d. J = 7. 3 Hz. 1 H) . 7. 2 9-7. 6 8 (m, 7 
H) . 7, 85 (d. J = 7. 9Hz. 2H). 8. 48 (d. J=4. 9Hz. 
IH) . 8. 5 9 (b r s. 1 H) 

Sfi^^ffi (FD-MS. m/z) :4 5 6 (M"^) 

^M9 0 

N- {3- [ (6. 7--:^^ h^'>-4-^y 'J;U) 7x-;b} - (4 

- t -rf-^U^x-;!/) tpy^'^-^l K (16 0) 

6. 7-v?;f h^'>-4- (3-7$ y7x-;U5^;t-) ij > (62mg) 
i rUl5D°D© 4 - t - y^^^b^m^S? ( 1 0 9 m g ) N. N - > ^;U.t. ;U a 7 
^ K Oral) Kmmt-h.^. l-^'f-JV-^- (3' -•>"/^>'l'7$>'ynt' 
)l) i])i>:f.V^ i (1 1 2mg) ^Jnx.> Sai^T2 SB^p^ftJ^Lfc^. 
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^H-NMR (CDCI3. 500 MHz) : 6 1. 31 (s. 9H)' . 4. 
00 (s. 3H). 4. 01 (s. 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0~7. 9 9 (m, 9 H) . 8. 0 6 (m. IH) . 8. 3 9 (d. 
J=4. 9Hz. IH). 8. 60 (b r s. 1 H) 

®fi;5}M (FD-MS, m/z) :4 7 2 (M"^) 

^^j9 1 

N- {4- [(6. 7 -i^/ J\^) "f-:^] y ^-Jl) - (4 

-rf-;U3?^->>l/) K (16 1) 

6, 7-v>V h + ->-4 - (4-Tiy>'^y + -» +y'J> (62mg) t 
r!JBS£?i0 4 -yf-^U^mSS! (1 0 4mg) ^N, N- iy / ^Jl^^Jll^T i K 
(.3mn izmmtti^. l-x^-'U-S- (3* -vy^;l/T^y:/af;U) 
^ Y'^mm (1 1 7mg) Mz&(CT2 l^ramJ^Lifc^^ H 

w 5 1 i [^i«©^ifp[c i o mm u mm(Dit^^=^ 2 1 m g . 2 2 %-c= 

^H-NMRCCDClg, 500 MHz) : 6 0. 94 (t. J=7. 3H 
z. 3H) , 1. 3 8 (m. 2 H) , 1. 6 3 (m. 2H) , 2. 6 9 (t. J 
= 7. 9Hz. 2H). 4. 03 (s. 3H) . 4. 05 (s. 3 H) . 
6. 72 (d. J=4. 9Hz. 1 H) . 7. 30 (d, J=7. 9H2. 2H) 
. 7. 3 9 (s, IH). 7. 4 2 (s. 1 H) . 7. 5 7 (d, J =8. 5H 
z. 2H), 7. 78 (d, J=8. 5Hz, 2H). 7. 81 (d. J = 7. 
9Hz. 2H), 8. 0& (s. IH), 8. 4 2 (d, J=5. 5Hzr 1 H) 

KS^Jtfrfi (FD-MS. m/z) :4 7 2 (M"^) 
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N- {4- [ (6, 7-v?y h^'>-4-^y'J;U) ;t^'>] 7x-;U} - 
N' - (4-y ^;l/f-;f7x^;U) -t^i/y (1 6 3) '"^ 

6, 7-v?y h + i/-4- (4-T$ y7xy + '» U > (5 3mg) ^ 
h;l>x> (3ml ) izUafmmLfzWis 4-;<f-;U^;t7x-;U^ v v'T;^- h 

(0. 2 m 1 ) ^-jn^. sii^mmf^is^uio mt'c^tzM^e'^miu hJi 

^ H-NMR (DMSO-dg , 500 MHz) : 6 2. 44 (s. 3H), 
3. 9 4 (s-. 3H) , 3. 9 5 (s. 3H) . 6. 4 4 (d. J=4.'~9Hz, 
IH) . 7. 1 9 (d. J =9. 2 Hz. 2 H) . 7. 2 3 (d. J =8. 5H 
z. 2H) . 7. 3 8 (s. IH) . 7. 4 4 (d. J =9. 2 Hz. 2H) . 
7. 5 2 (s, IH) . 7. 5 8 (d. J = 8. 6 Hz, 2 H) . 8, 4 6 (d, 
J=4. 9Hz, IH), 8. 70. (s, 1 H) , 8. 79 (s, 1 H) 

®ft^tfffll (FD-MS, m/z) :46 1 (M"^) 

N- (3-j:. h4^'>:^;U;K-;l>7x-;l/) -N' - {4- [ (6. 7-'J?^ Y- 

6. 7 (4-T$ y 7xy + -» +y'J > (5 3mg) ^ 
h;UJ^> (5m l) icJnlfer^jSL/::^^ 3 -J:- h + >':^JU'i<"--'U7 x-^b-r V i/ 
.(2 8 4mg) 1 ^I^MiS^ L fco ^S^-^' n D;f>;UA/7 

f . 

•ferh> (10/1) •eSMt'Sv'>;:^y-'l':^7A^'pvh:?*5 7>f-{ci:0i!iS!! 
^0<b^iKj«:l 8mg^ iR^2 0%T'%tio 
^ H-NMR (CDC I3 . 5 0 OMHz) : <5 1. 3 8 (m. 3H) , 
3. 9 8 (s, 3H) , 4. 0 5 (s. 3H) , 4. 3 5 (m, 2 H) , 6. 4 
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5 (d. J=5. 5Hz. IH), 7. 12 (d. J=9. 2Hz, 2H). 
7. 4 0 (s, IH) . 7. 4 7 (d. J =9. 2 Hz, 2H) . 7, 4 7 (d, 
J=8. 6Hz. 2H). 7. 58 (s. 1 H) . 7. 96 (d. J=9. 2H 
z. 2H) . 8. 0 5 Cs. IH) , 8. 1 7 (s, IH) , 8. 4 7 (d. J 
= 5. 5Hz, IH) 
SS^S-M (FD-MS. m/z) :4 8 7 (M"^) 

N- (4-»oo7^-;U) -N' - {4- [ (6. 7-vy 
J 'J;U) ;j-^'>] -^l^T (16 5) 

6. 7->^y h + '>-4- (4-T$ y 7*y + :/) > (5 2mg) ^ 

h;Ui> (5ml) lc]ta.«l^jSL^^s 4 - d n 7 x^-fU-T V vTt^- h 
(0. 2m 1) ^ibn;^. l^Pam*\il^fiL/::o tffi±iLT^^cifi^^i«HSiL. h^U 
i >T'2Sfei^-r-5 C i IC J: tJ^MO-fk^tl^r 4 3 m g . W 5 5 %TlifCo 

^H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 4 (s. 3H) . 
3. 95 (s. 3H). 6. 44 (d, J=5. 5Hz. 1 H) . 7. 20 (d, 
J=9. 2Hz. 2H). 7. 32 (d. J=8. 5Hz. 2 H) , 7. 38 
(s. IH) . 7. 4 9 (d. J =9. 2 Hz. 2 H) . 7. 5 1 (s. 1 H) , 
7. 58 (d. J=9. 2Hz. 2 H) . 8. 46 (d. J=4. 9Hz. 1 H) 
. 8, 8 3 (b r s, 1 H) . 8. 8 3 (b r s. 1 H) 

ifi^tlTfi (FD-MS, m/z) :44 9 (M+) . 45 1 (M"''+2) 

SUife^9 5 

N- (2-^7v^ob';l>7x^;l/) -N^ - {4— C (6, 
4-^y'J;u) i^^'A 7x^;W ty^y (16 6) 
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6. h + v'-4 - (4-T$ y 7x/ + '» > (4 4mg) ? 

h^Ux> (5m I) iz-m^mmiti'^^ 2-^V/oh'*>'l'7x-;L'-rvi/T;f- 
K ( 0 . 2 m 1 ) ^)!)n;t. 8 0 ^P^SdM^K b /to ^' o p *i»ff!t/7-tr K 

> (10/1) ii'mmti>y'}t;¥^i^^^-i^^°-7hi;''yy^-izjiiommu 

^ H-NMR (CDC I3 . 5 0 0MHz) -.61. 21 (m. 6 H) . 

3. 21 (m, IH), 4. 04 (s, 3H). 4. 04"-(s. 3 H) . 

6. 4 2 (m. IH). 6. 6 3 (m, 1 H) . 7. 0 9-7. 5 5 (m. 11 
H) , 8. 4 6 (m. -1 H) ~ 
HS5^W(FD-MS. m/z) :4 5 7 (M"*") 

N- {4- [(6. 7 -i^/ h^'y-A-^^ ^) Jl) t^jy] y^^M - 
N' -7x-;U'^ 1/7 (1 6 7) 

6. l-'J/ + 4- (4-Tiy7xy + -» +yU> (5 Img) ^ 
h-'Ux> (5ml) izmmmmitz'^. y j.^A'^V^T^-^-V (O. 2m D 
^UQ^^ 5 OMJnifeSiltL/co H$^i^Da;f>;L/A/7-t?b> (10/1) T 

2 Img. CT4 l%T'^/::o 
■^H-NMR (CDC I3. 500 MHz) :(5 4. 04 (s. 3H). 

4. 0 4 (s. 3H) . 6. 6 1 (m. 1 H) . 7. 0 5 (m. 1 H) , 7. 3 
6-7. 4 4 (m. 1 OH) , 7. 9 9 (s, 1 H) . 8. 3 1 (s. 1 H) . 
8. 3 6 (m. 1 H) 

!lS5^tffffi (FD-MS. m/z) :43 1 (M"*") 
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HJfeMS 7 

N- {4- [ (6. T-i^y 'J^l^) 7x^;U} - 

N' - (2-~hP7x->>U) r^uy (168) 

6. 7- v'y h4^i/-4- (4-Tiy7xy + y) 4-y<J > (8 3mg) 
h;l.x> (8ml) Izljuf^i^mitiWis 4--hvy ^-jU^ v i/7^~ (3 
7 0mg) ^J!in^, AO^mt^MmifZc ^tiilX^tzm^a'^mi.L. hJlx. 
>-e^5fe^t-5C<i:(^cl:!9MO{b^4^3^5 8mg. W4 5%T'^/Co 

H-NMR,(DMSO-dg . 5 0 0MHz) :(5 3. 9 4 (s. JH), 
3. 9 5 (s. 3H) . 6. 4 6 (d. J = 5. 5H z. 1 H) , 7. 2 2 (m. 
IH), 7. 23 (d. J=9. 2Hz, 2 H) . 7. 38 (s. 1 H) . 7. 
51 (s. IH). 7. 62 (d. J^9. 2Hz. 2H). 7. 71 (m, 1 
H) , 8. 11 (m. IH). 8. 3 1 (m. 1 H) . 8. 4 6 (d. J =5. 
5Hz, IH). 9. 62 (s, 1 H) , 9. 96 (s. 1 H) 

RS^tfrffi (FD-MS. m/z) :4 6 0 (M"^) 

nmrn 9 8 

N- (2-7^y7x-;U) -N^ - (4- [ (6. l-'J/ 
yj^iU) ;t^'>] 7x-;M '^7^7 (16 9) 

N- {4- [(6. 7-v>V h + v/-4- + y V^U) :t^->] ^x^;^} - 
N' - (2--hD7x^;U) -^bT (4 2mg) ^N. N - / 'f-Jlt^JlAT 
i ¥'XmkJ^f-Jl (12ml /6ml) izmmi. 20%7mit^<'7'JOM.-^ 

m (7 omg) ^to^, ^m^m^Tmuiz-zzmrmwitzo m.mL^±7^ 

Ly^o MiET^iSfS* Ls ^0{b^%* 3 9 m g ^ 10 0 %T''^teo 
^H-NMR (DMSO-d„. 5OOMH2) :<53. 94 (s. 3 H) . 



wo 97/17329 



1 0 3 



PCT/JP96/03229 



3. 9 5 (s. 3H) , 4. 7 7 (b r s. 2H) , 6. 4 4 (d, J = 5. 5 
Hz. IH) . 6. 5 8 (m. 1 H) . 6. 7 5 (m. 1 H) . 6. 8 5 (m, 
IH). 7. 18 (d. J=8. 5Hz, 2 H) . 7. 3.4 (m. Iff, 

7. 38 (s, IH). 7. 52 (s. 1 H) . 7. 58 (d. J=9. 2Hz. 
2H) . 8. 2 9 (s. IH) , 8. 4 6 (d, J =4. 9 Hz, 1 H) . 

8. 9 2 (s. 1 H) 

®M5>tffM (FD-MS. m/z) :4 3 0 (M"^) 

N- {4- [(6, 7-->'y h^v/-4-^yU;U) 7x->>U} - 

- (3--hD7x-jb) ^i^T (17 0) 
6. 7-v'> h4-->-4- (4-7 5 y 7x^4^ -» > (8 3mg) <^ 

h;Ui> (6ml) lcM^i^L/-c^> 3 -- h n 7 x^;U^ V •>7t^- h 
(3 8 4mg) ^J!jd;1> 4 0 ^fem^il^^ L /Co ^^^^^ d n;f.;l/A/7-ir h > 
(1 0/1) T-JgK-r'S>"J;^^';l'*7A^Dvh^'v7^-(CcbOffi^U S 
^0{b^^^ 4 4 m g , iR^ 3 4 %t=^fCo 

^ H-NMR (DMSO-dg , 5 0 0MHz) :(5 3. 9 9 (s. 3 H) . 

4. 0 4 (s. 3H) . 6. 4 3 (d. J =4. 9H z. 1 H) . 7. 1 0 (d. 
J =9. 2 Hz. 2H) , 7. 3 8 (m. 2H) , 7. 4 7 (d. J =8. 6H 

2H). 7. 57 (s. IH). 7. 81 (m. 2H). 8. 19 (s. 1 
H) . 8. 3 1 (s. IH) . 8. 4 6 (d. J=4. 9 Hz. IH) . 8. 5 
9 (s. IH) 
SS5^tFfm (FD-MS, m/z) :46 0 (M"^) 
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m^m 10 0 

N- {4- [(6. 7--:^^ h^->-4-^y'J;l') ;t4^'>] y^-jl} ~ 
N' -;t^^;U'>l/7 (17 1) ; 

6. 7-v>V h + ->-4- (4 -T^ y :7iy + -» > (5 Img) <t 
h>'Ui> (5ml) icM^I8L/r^. :t ^ ^Jl-( v i^T h (0. 2ml) 
2i#PBlJDlfeil2iitt/^o ooi-.;l,A/-T-b h > (10/1) TJg 

^H-NMR(CDCig. 500 MHz) :<50. 87 (m. 3H), 1. 
2 6'-!. 30 (m. 1 OH) . 1. 5 3 (m. 2H) . 3. 2 7 (m. 2H) . 
4. 03 (s, 3H). 4. 03 (s. 3H), 5. 04 (m. 1 H) . 6. 4 
4(d, J=5. 5Hz. IH). 6. 97 (s. IH). 7. 10 (d. J = 
8. 6Hz. 2H). 7. 41 (s. 1 H) , 7. 42 (d. J=8. 6Hz, 
2H) . 7. 55 (s. IH). 8. 46 (d. J=4. 9Hz. 1 H) 

H*5>tff{ii (FD-MS. m/z) :451 (M"^) 

mim 1 0 1 

N- (3-7W7x-;U) -N' - {4- [ (6. 7-->'y h4^->-4-4^ 
yU;t/) ;t^->3 7x-;P} '^7 1^7 (17 2) 

N- {4- [(6. T-y'y h + v^-4-4-y'J;U) ?!-+•>] 7x^;l/} - 
N' - (3-^hn7xJi;b) -^1/7 (2 8mg) ^N. N - / f-;U;}-.;UA7 
^ K/fi^^J^^^b (5m 1/2. 5ml) i^i^mi. 2 0 %7K^<bN°5 A- 
^ (9 7mg) ^tox.. 7K5g5?:ffl^Tg^fcT3B#FB^8l*^Lfco RlS^^^Sr-fe^ 

i^Lyio SJET^i«a*U ^S©>fb^!fei^i 3mg. JR^5 l%T'f#^o 
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^H-NMR (CDC Ig . 5 0 OMH2) : 5 4. 0 2 (s. 3H) . 
4. 03 (s. 3H) , 6. 41 (m. 1 H) , 6. 41 (d. J=5. 5Hz, 
IH), 6. 6 1 (m, I H) , 6. 9 0 (s, 1 H) . 7. 0 5 ST. 1 H) . 
7. 0 9 (d. J =8. 5 Hz. 2 H) . 7. 4 0 (s, 1 H> , 7. 4 3 (m. 
1 H> . 7. 4 7 (d, J =8. 5 Hz, 2H) . 7. 5 5 (s. IH) . 8. 
03 (s. IH), 8. 44 (d, J = 5. SHz, 1 H) 
K»5>tffffi (FD-MS, m/z) : 4 3 0 (M"^) 

10 2 

N-T')Jl-N' -{4- [(6. h^'>-4-^y VJl) pj-^jy^ 

7x-;u) ryuT (17 3) 

6. 7-vy h + ->-4 - (4-7$y7iy + '» +y'J> (50m g) ^ 
N, N-vy ^;l.:foL.A7 i K (5ml) izmMLtz'^ts T U ^U-r V xTt-.- h 

(0. 2m I) ^jn^, 8 o°cTi 5^rHm*j\ffii$L/co >^;£:^^^lC7K^^Dx.^ 

^LfZo iSETi^l^^S^Ls SIS^i' nu;^;l.A/'7-t h> (10/1) T 

^H-NMR (CDCI3, 5 0 0MHz) : 6 3. 90 (m, 2H). 

4. 03 (s. 3H). 4. 03 (s. 3H). 5. 12 (d, J=10. 4H 
z. IH) . 5. 2 3 (d. J =1 7. 7 Hz, 1 H) . 5. 6 2 (s. 1 H) . 

5. 8 8 (m, IH) . 6. 4 1 (d, J =4. 9 Hz. IH) . 7. 0 8 (d. 
1=8. 5. 2H). 7. 39 (s. 1 H) . 7. 44 (d. J=8. 5Hz, 
2H) , 7. 54 (s. IH) . 7. 75 (s. 1 H) . 8. 44 (d,^J = 
5. 5Hz. IH) 
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S&^mm (FD-MS. m/z) : 3 7 9 (M"^) 

mmm 103 

N- {4- [ (6. T-v^y h^'>-4-^y U>'U) ;t^'>] 7x^;P} - 

- Cl-i-yf-^V) ^\^T (17 4) 
6. 7-i^y l^ + '^-A" (4-T5 y 7x7 + •» +y > (5 Omg) ^ 
(5ml) JcM^fi?L/;:^s 1 -:H7f-;U>r V '>T:Tv- h (0. 2m 
1) ^*Q;i. 2 G^PHm**iil^fiL/2o- aiE^^pa*jUXs/T-tr (4 0/1) 

4 Img. JR^5 2%X'nfZo 

^ H-NMR (DMSO-dg . 5 0 0MHz) : 5 3 . 95 (s. 3 H) . 
3. 95 (s. 3H) . 6. 45 (d, J=5. 5Hz. 1 H) . 7. 21 (d. 
J = 9. 2Hz. 2H). 7. 38 (s. 1 H) . 7. 4 8-7. 6 5 Cm. 7 
H) , 7. 9 2-8. 1 5 (m. 3 H) , 8. 4 6 (d. J =4. 9 Hz. 1 H) 
. 8. 8 0 (s, 1 H) . 9. 2 0 (s. 1 H) 

(FD-MS. m/z) : 4 6 5 (M^) 

10 4 

N- (2-b^7x-;U) -N^ - {4- [ (6. 7--:^y 'J 
)l) 7x-;U} f7UT (17 5) 

6. 7->'y h + i/-4- (4 y 7x7 +y U > (52mg) ^ 
h^Pi^ (5ral) KmmmLfz'^. 2-l:7x^>/H' V>7:^-h (0. 2 
ml) =^m^. 3 O^^OTiiiSiELtCo M^^ao;^;UA/'T-t h> (10/ 

^^5 6mg. iR^6 4?^-e'<iy:io 
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^ H-NMR (CDC Ig . 5 0 0MHz) : S 3. 97 (s. 3 H) . 
4. 04 (s, 3H), 6. 35 (d, J=5. 5H2. 1 H) . 6. 96 (s, 
IH). 7. 4 0 (d. J = 9. 2 H z. 2 H) . ?; 14-7/'"^ (m, 
IIH). 7. 54 (s, IH), 7. 89 (b r s, 1 H) , 8. 08 (d, 
J=8. 6Hz, IH). 8. 33 (d. J=5. 5Hz. 1 H) 

KS:5>tlTfit (FD-MS, m/z) :49 1 (M^) 

10 5 

N- (4 -xf-;U7x->>U) -K' - {4- [ (6, 7-vV h^->-4-^ 
y'JJl) ^4^'>] 7x-;l/} OUT (18 8) 

6. 7->'y h4^">-4- (4-T^ y 7xy + -» +y'J > (5 Img) ^ 
h;Ux> (5ml) (cjD5^r^j5¥L/c^> 4 -x^;l/7xx;l.^ V v^T^f- h 
(0. 2ml) ^JP^. 9 0^fi\mmMmUzo B.^'^^^o^^Jl^M./T-thy 
(1 0/1) T'M§at'5'>U:^7y>'U:^7A^OT h^'5 7^-{CJ;«5fSSJU & 
m<Dit^^^ 4 2 m g . iR^ 5 6 %T'^#/^o 

^H-NMR(CDCl3, 500 MHz) : 6 1 . 18 (m. 3H), 2. 
5 8 (m. 2H) . 3. 9 9 (s. 3H) . 4. 0 2 (s, 3 H) , 6. 3 9 
(d, J=5. 5Hz. IH) . 7. 07 (d. J=9. 2Hz. 2 H) . 7. 
11 (d. J=7. 9Hz. 2H). 7. 25 (d. J=8. 5Hz. 2 H) . 
7. 40 (s, IH). 7. 42 (d. J=8. 5Hz. 2 H) . 7. 55 (s. 
IH) . 7. 6 0 (s. IH) . 7. 8 1 (s. IH) . 8. 4 3 (d. J = 4. 
9H2. IH) 
W&^mm (.?D-MS, m/z) :44 3 (M"*") 
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mmmi o e 

N-0'/-<;[/-N' - {4- [(6. 7 - l-^->-4-4^y UJU) 
•>] '^1/7 (18 9) 

5. T-v'^ h + v/-4- (4 -7i / 7xy +•» > (5 2mg) ^ 

h;UJi> (5ml) (CjnS*l?g)SLfc^> OvV jU-T V •>7t^- K (0. 2ml) 
^Jn^. 5 05^rBm«iil2i?iL/::o ^ o d 7h;i,A/7-t h > (10/1) T' 

1 l.m g. Mm lb%-vmzo - r 

^H-NMR(CDClg, 500MHz) : 5 \. 06 (s. 3H), 4. 

07 (s, 3H). 6. 49 (d. J=4. 9Hz. IH), 7. 20 (d, J 
= 9. 2Hz. 2H) . 7. 43 (s. 1 H) . 7. 54 (m. 2 H) . 7. 5 

8 (s, IH). 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz. 2 H) 
. 8. 04 (d. J=7. 9H2, 2H) . 8. 50 (d. J=5. 5Hz. 1 
H) . 9. 5 3 (s. 1 H) , 11. 0 4 (s. 1 H) 

Kfi^^^M (FD-MS. m/z) :4 4 3 (M^) 



mmw 0 7 

N-J.h4-'>;^;U.t>-;b-N' - {4- [(6. 7-x;< h^->-4-4^y'J 
>>!/) ;j-^->] ^\^7 (19 0) 

6. 7-vy h4^-/-4- (4-7^ y 7aLy + » +y U > (5 2mg) ^ 
h;Ui> (5ml) \z.imK^1^\.fz:^. + V•>7^^- h 

(0. 2ml)^l)n^^ 1 5^r^tnlfeii«tLyro ^*^-^an;n;UA/T-bh> 
(10/1) T'g§atSv/'j7!7y;l.^7A^'Dvh/7 7^-lCj;r)?|iaL> g 
<b^tl^ 2 0 m g-. W 2 8 %T'fifco - 
^ H-NMR (CDCl.. 500MHz) :51. 37 (t. J = 7. 3H 
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z. 3H) . 4. 1 0 (s. 3H) . 4. 1 7 (s, 3H) , 4. 3 1 (q. J 
= 7. 3Hz. 2H), 6. 70 Cd, J=6. IHz. 1 H) . 7. 20 (d. 
J=8. 6H2. 2H) . 7; 64 (s, 1 H) . 7. 7 2 (d. Wq. 2H 
z. 2H) , 8. 1 2 (s. IH) , 8. 5 0 (d. J = 6. 7 Hz. 1 H) . 
10. 0 8 (s. 1 H) 
Mfi:^MCFD-MS, m/z) :411 (M^) 

HSi^j 10 8 

N- {4- [ (6. 7 -'J/ ^) Jl) ;j-^->] 7^-;b} - 

- (2 -y <yi'T (5 6) 

6. 7-'>V h + «>-4- C4-T$ y 7xy+v/) 4-y'J > (5 Img) ^ 

(5ml) izmmmmitzm. 2-/i-)iy ji-)i^^ji/T^^-v 

(0. 2ml) ^Jd;^. Ih^mammiLfZo ^^^^ uu^.jIL./T'^V'^ 
(10/1) T-JgiatS->U7^7y;U:^7Ai^Dv hi5''^7^-!cJ:^)^iMU ^ 
S®^1:^<&6 Img. iK^S 2%■r^#fco 

^H-NMR (CDClg. 500 MHz) : S2. 20 (s. 3H). 4. 
00 (s. 3H). 4. 03 (s. 3H). 4. 31 (q. J = 7. 3Hz, 
2H). 6. 40 (d. J = 5. 5Hz. 1 H) . 7. 0 5-7. 2 0 (m. 6 
H) . 7. 3 9 (s, IH) . 7. 4 2 (d. J =8. 5 Hz. 2 H ) . 7. 5 
5 (s. IH) . 7. 6 0 (d. J =7. 9 Hz, 2 H) , 7. 8 0 (s.- 1 H) 
, 8. 4 5 (d. J =5. 5Hz. 1 H) 
'S&^^m (FD-MS, m/z) : 4 2 9 (M"*") 
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mmm 109 

N- {4- [ (6. h'^iz-A-^J Jl) t^i/] ^x^^U) - 

- (3-y ^;U7x-;l/) ^UT (5 5) 

6. h + ->-4- (4-7iy ^xy + v) 'J> (5 Img) ^ 
h;l.a^> (5ml) {iM?gML/::m. 3 - > f-;U-7 v vT^r^- h 

( 0 . 2ml) ^Jn;i. 1 5 ^mmfmm L fco ^dS^ n n ,t^;UA/T-tr h > 

(1 0/1) x-mmt^'y^ti^'jiij^i^c'Tj^h^'^y^-izj^iommL, n 

S^-fb^^ 4 1 m JR^ 5 6 %•T"^#/Co 

^ H-NMR (CDClg. 500 MHz) :(52. 32 (s, 3H), 
4. 02 (s. 3H). 4. 04 (s. 3 H) , 6. 43 (d. J=5. SHz, 
IH). 6. 93 (d, J=7. 3Hz. 1 H) . 7. 10-7. 22 (m, 6 
H) . 7. 41 (s. IH). 7. 44~7. 47 (m. 3 H) . 7. 56 (s, 
IH) . 8. 4 6 (d. J =5. 5Hz, 1 H) 

(FD-MS. m/z) :4 2 9 (M"*") 

110 

N- (2-7;b;^a7x->H/) -N' - {4- [ (6. l-'J:^ h^i^-A- 
^J^))V) ir^v'] 7x-M -^py (6 0) 

6. 7-vV h + '>-4- (4-7^7 ^xZ + v) +7 'J> (5 Img) ^ 
h;Ua^> (5ml) {cJ!in.W<i¥Lfc^. 2 - o 7 x ^n^U-f V i>T^- h 

( 0 . 2ml) ^Jn^s 1 5 ^fm\^mM L ^it^ ^ o n ;b A/7-lr K > 

(1 0/1) X'mm-^'y')ti¥)ViJvi^c;^-^vir^-7^-\z^K>mmL^ ^ 

llO<l:^tl^5 4mg. W7 3%Tl#fco 

^ H-NMR (CDC Ig , 50 0 MHz) : 54. 01 (s. 3 R) , 
4. 04 (s. 3H) . 6. 44 (d. J=5. 5Hz. 1 H) . 6. 97- 
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7. 04 (m. 2H) . 7. 1 0-7. 12 (m. 3 H) . 7. 42 (s. 1 H) 

. 7. 4 9 (d. J =9. 2 Hz. 2 H) . 7. 5 7 (s. 1 H) . 7.7 3 

(s:. IH). 8. 1 7 (m. 1 H) . 8. 3 5 (s; 1 H) . 8 (d, 
J =5. 5Hz. 1 H) 

M^tfffi (FD-MS, m/z) :4 3 3 CM"^) 

111 

N- {4- [(6. 7-'J/ h^i/-4-^/ '}Jl^) 7x^;l/} - 

-fat°;l'y]yT (19 4) 

6. 7--:^^ S + v-4- (4-T$ y 7iy + -» +y >J > (5 4mg) ^ 
N, N-'J/'^jlytJUM.T^ K (3ml) icrtfJ^L/c^s -fnh'j\.^yi/T^ 
-h (0. 2ml) ^Snx.. 80VT24mmi]Um^WLfZo Kmmz7i<^ta^. 

i^i?x^;Ur'2l5]JftaiLfc^#*^^^tSft]Ai^7kT-25fc^L. 4S7K«:^ h 'j -^7 A 
X'^mLfZo mE.Tmm^Wi:L. m^^^aa:t-^)l2./T-i- h> (10/1) 

5 9mg, i^ms 4%rmtzo 

^H-NMR (CDC Ig , 5 0 OMHz) -.6 0. 9 3 (m. 3 H) , 
1. 5 5 (m. 2H) , 3. 2 4 (m. 2H) . 4. 0 2 (s. 3H) . 
4. 02 (s, 3H). 5. 47 (t, J=5. SHz. 1 H) . 6. 41 (d. 
J=4. 9Hz. IH). 7. 08 (d, J=8. SHz. 2 H) , 7. 39 

(s. IH). 7. 43 (d. J=9. 2Hz. 2 H) . 7. 55 (s. 1 H) . 
7. 60 (brs. IH). 8. 44 (d. J=5. 5Hz. 1 H) 

Hfi^JSr^l (FD-MS. m/z) :38 1 (M"*") 
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mmm 112 

N- {4- [ (6. 7-->V K^'>-4-4^y'J^U) ?t-^'>3 7x^;U} - 
N' - C4-y ::.-JUt!Jl^'~Jiyj^:=.Jl) '^I'T (19 5) 

6. 7-'J>^ h + ->-4- (4-Ti y + +y'J > (5 4mg) ^ 
h;Ux> (5ml) icj^SL. h'J7;j-xy> (53mg) ^^jn^^ 20M1Xi 

L 4 - 7 ^ y 77 X y > ( 8 5 m g ) >&jnx.> 1 mmu 

i!i^S*L. aS'^^'nn:^;l.A/7-fe h> (10/1) TJgg^-tS ■> >J 757>rX 

■'■H-NMR(CDCl2. 500MHz) :54. 01 (s, 3H). 

4. 0 4 (s. 3H) , 6. 4 4 (d. J =4. 9H z. 1 H) . 7. 1 2 (d. 
J=9. 2Hz, 2H), 7. 41 (s. IH). 7. 46-7. 80 (m. 

1 2H) , 8. 1 4 (s. 1 H) . 8. 3 0 (s. 1 H) . 8. 4 7 (d. J = 

5. 5Hz. IH) 

KS^^tfffi (FD-MS. m/z) :519 (M"^) 

mmm 113 

N-^^'>>>l/-N' - {4- [(6. 7-v^y h^'>-4-^y'J>'l/) Tf^i/] 
7x-;L>} OVT (19 6) 

6. i-'jji h + v-4- (4-T^ y7xy + » ^y; > (5 2ing) ^ 

N. N-vy f-;b7*;bA7 i K (3 ml) icigjj? L ^+ ->;u-r v i/y^f 
-h (0. 2ml) ^in;is 6 0 Wl 5B#PB^»n«fttti$ t^=o i^JCj^lCTK^^^^ 
S^i!xf-;UT2[5IttaiL/:'^Wtlie^lSfD:fe^7KT-i5feff^Ls M7K5igie:h h U'i'A 
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6 3 m g . JtS:^ 8 4 %l:mtZo . 
^H-NMR (CDC Ig . 5 0 0MHz) : 50. 8 5 (m. 3 H) . 

1. 25-^1. 47 Cm. 6H). 1. 50 (m. 2 H) . 3. 26 (q. d = 
6. 7Hz. 2H). 4. 02 (s. 3 H) . 4. 02 (s. 3H), 5. 68 
(b r s. IH) . 6. 4 0 (d. J = 5. 5 Hz. I H) , 7. 0 7 (d. J 

= 9. 2Hz. 2H). 7. 39 (s. 1 H) . 7. 44 (d. J=9. 2Hz. 
2H) . 7. 55 (s. IH). 7. 94 (s. 1 H) . 8. 43 (d" J=4. 
9 Hz, IH) 
Sa^J^lfffl (FD-MS. m/z) :4 2 3 (M"^) 

114 

N- (5--<>^->'l.) -N^ - {4- [ (6. 7-vy V^iy-A-^J 'J 
)id ;j-^->] 7x-;U} '>U7 (19 7) 

6, 7->'y h + >'-4- (4-7i 7 7x7 + •» ij > (5 Img) ^ 
(5ml) jrig^U V')yt7.>fy (5 4mg) 1 2 5JF^Jn 

#*iiS^5EL/Co U.)m,\^A-TlJ ^ (3 6mg) ^ImtL. ^Qi^mmM 

S*L^ Slat^^aD.t^J^A/7^r h> (10/1) X-Bm- ^ ij Y y 
1^^ □v hr77^ -ICck«9flS{Ls SSC-fk^i^^l 3mg. JR^l 6%T"'^# 

^ H-NMR (CDC Ig , 5 0 OMHz) : 5 2. 0 4 (m, 2 H) . 

2. 8 2-2. 8 6 (m. 4 H) . 4. 01 (s, 3 H) , 4. 03 (s. 3H) 
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. 6. 4 0 <d. J=5. 5Hz. IH), 7. 0 3 (m. 1 H) . 7. 0 8 
. (d. -J = 8.. 5 Hz, 2H). 7. 13 (m. 1 H) . 7. 3 2 (s. 1 H) . 
7. 4 0~7. 5 7 (m, 6 H) . 8. 44 (d. J =4. 9Hz. 1 H) 
Ka5^tfTM (FD -MS. m/z).:4 5 5 (M"^) 

mmm i i 5 

N- (3. 4--:^y h^iyy^~J\^) -N' - {4- [ C6. 7 - h^-> 
-4-^y 'J;b) y^r^jy'] yj.-M. 'y.UT (1 9.8) 

3. 4-v^^ h + ->T-'J > (42mg) <^h;bi> (5ml) {z^)^Ls K 
'Jrh;^y> (2 4mg) ^jQ;i. 22^mi^mifZo KlD^StcS, 7-v?y 
H + ->-4- (4-7$ y 7j.y^-» +yU > (5 Img) (5 2mg) ^^jd 

f-yUT: 2lHllftttSL/c'#^OT^«afn:6i^7KT'^5fe^L. h 'J -^7 AT-|£j^ 

L/Co i^T^I«^®iL> ^d6^^'nD*;l,A/''74? h> (10/1) Z-mm 

gs iK^l 8%Tli/^o 

^H-NMR (CDC Ig , 5 0 0MHz) : 5 3. 8 4(s, 3H). 
3. 85 (s. 3H). 4. 01 (s, 3H), 4. 04 (s. 3 H) , 

6. 43 (d. J=4. 9Hz. 1 H) , 6. 7 5-6. 80 (m. 2H). 

7. 1 0 (d. J =9. 2 Hz. 2H) , 7. 1 6 (s. 1 H) . 7. 3 8 (s, 
I H) . 7. 4 1 (s. 1 H) . .7. 4 5 (d. J =8. 5 H z. 2H) . 7. 

5 6 (s. IH) . 7. 5 9 (s. 1 H) . 8. 4 6 (d. J =4. 9H z. 1 
H) 

- ®S5^tff^ (FD-MS. m/z) : 4 7 5 (M"^) 
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mf^m 116 

N- (3. 4-Jif-U>->';t^->7x-;U) -N^ - {4- [ (6. 7 - 

3. 4-:^i-U>'J^^i/7^') > (80mg) ^ h;bx> (5ml) izf^f^ 
Ls h 'Jx^^UT $ > (0. 5m 1) ^JO;t^^h U+^xy> (5 Omg) ^JD 
Ifi^mUum^^Lfzo RJt^mze. 7--:^;< h + ^-4- (4 -7i y 7x 
/ + +yu > (5 2mg) ^iD;t^ 1 0 0 :9-rBm^ii3fE L SlC^Slc^i? 

;f.;UA/T-feh> (10/1) T-g§3t-^>^U/7>!fVU7^5A^'nv ^:^''5:7^- 
■^H-NMR (DMSO-dg . 500 MHz) :(53. 94 (s, 3H). 

3. 94 (s. 3H), 4. 19-4. 21 (m. 4 H) . 6. 43 (d, J = 

4. 9H2. IH). 6. 74-6. 78 (m. 2 H) . 7. 09 (s, 1 H) . 
7. 1 7 (d. J =9. 2 Hz. 2H) . 7. 3 7 (s. 1 H) , 7. 5 1 (s. 
IH). 7. 56 (d. J=8. 5Hz. 2 H) . 8. 45 (d, J=4- 9H 
z. IH). 8. 47 (s. IH). 8. 69 (s, 1 H) 

ffS^ifffi (FD-MS. m/z) :4 7 3 (M^) 

m&mi 1 7 

N-y$^;l.-N- {4- [ (6. l-'J}i h^->-4 -^y';;U) •? 
xx;U} -N^ - (4-> h^->7xx;l.) .tzt/T (2 0 0) 

^TKi^g! (0. 2 7ml) l;: 4^85 (0. 1 3m 1 ) <&Jnx. 6 0rT2I^Pa1]fin 
.«iai#Lfco h7 t Kn75> (8ml) fC^ISL^ie. l-'J^Y 

^•>-4- (4-T$y7xy + -» +y ij > (3 0 3mg) ^S^;t^ ^SlCT 
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EET^i«^S4L. ^lt<£-^ nD4^;UA/T-fe h> (10/1) X'mmt?>'y'} 
i7YJliyyJ^i^n'r hr^y ^ -i^J^'on^l> 6. 7- h + '>-4- (4 

c®6, b + ->-4- (4-'^;u^ ;U7 i y 7jiy + •» +y 'J > 

(317m g) ^•rh7tKn7v> (9ml) (c•/g)|?L^ 7K3^fb7-'l' ^ — A 

'J f- A. ( 1 8..im g). ^m^. m.r^\^x-2 mfmn-Uzo Rfomzmitr > ^ 

■t?h> (10/1) TJggi-rai/U^y;l'^7A^'a-7 h^'77>f -lcJ:t)f»ia 
6. 7 -v^y h + ->-4 - (4-y^^L'7i y 7iy + -» +y 'J >^2 3 
9 m g 'MtZo 

C06. 7-vy h + ->-4- (4-y^^i'7^y7j.y + -» +y u > (4 

9mg) (5ml) izmmi^mLtzik. 4-y b + ->7i^;U^y-> 

74^- h (0. 2ml) =^1m^. 1 2mmi^Wy.LtZo M<£: o a ;fwUA/ 
7-trh> (1 0/1) T'g§at-'E,v/'J*y^l'*7A^7D-7 h/77^ -lij;t)ffi 
MLv S^®^1:^«4 7mg. OTS l%■e^#/Co 

^ H-NMR (CDC 1 3 , 5 0 OMH z) : 6 3. 3 8 (s, 3H) . 
3. 77 (s. 3H). 4. 05 (s. 3H). 4. 06 (s. 3 H) . 

6. 14 (brs. IH). 6. 59 (d. J=5. 5Hz. 1 H) . 6. 82 
(d. J=9. 2Hz. 2H) . 7. 21 (d. J=9. 2Hz. 2 H) . 

7. 29 (d. J=9. 2Hz. 2H), 7, 44 (d. J = 8. 6Hz. 2 H) 
, 7. 4 5 (s, IH). 7. 5 2 (s. 1 H) . 8; 5 5 (d. J =-5. 5H 
z. IH) 
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nm^mm cfd-ms. m/z) : 459 cm"^) 

N-;<^;l/-N-7x-;lx-N^ - {4- [ (6. 7 - / h4^->-4-^y 
|J;U) ;t^'>] yj.^Jl} ^\y7 (2 0 1) 
6. 7-v>V h + v-4- (4-7^y7iy+v) +y'J > (72mg) ^ 
(7ml) {cSStx h'J'^X'!f> (5 2mg) ^jDx.; SI^Fam^ii 
L SiCjgIC N - pi f-;l;7- 'J > ( 0 . 0 5ml) ^An^. 1 B#ram«iS^ 

iLx ^it<&^aDr^;l/A/T-tr h> (10/1) T-gg^-T-S ^^y^U*^ A 

/h-NMR(CDC12. 500 MHz) :o3. 37 (s. 3H). 
4. 04 (s. 3H), 4. 04 (s. 3H) . 6. 32 (brs, 1 H) . 
6. 41 (d. J=4. 9Hz. IH). 7. 07 (d. J=9. 2Hz. 2 H) 
. 7. 3 7-7. 5 3 (m. 8H). 7. 54 (s. 1 H) . 8. 45 (d, J 
= 5. 5Hz. IH) 

Kfi^tfffii (FD-MS. m/z) : 4 2 9 (M"^) 



•mm\ 1 9 

N-y f-;l/-N- (4 -y h^'>7x~;l/) -N^ - {4- 

[ (6. 7-y> h^->-4-^y t^jy] y^^Jl) (2 0 2) 

N- (4-y h + ->7x-;l/) -N' - {4- C, (6. 7--:^y h + '>-4- 
+ y'J;l.) i^^'A ■7:>.=.M (9 9mg) ^N. N - ^;i.^v;bA7 

$ K (3m I) Kmmi. 7i^mt±h')'^A (4 2mg) SS{CT2 0 
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ii^mmWL-fzWiBOit:f^A (0. 0 3ml) ^ta^. m^TimSfltWLfZo 

$^^nn:t:-'UA/7-b h> (10/1) X'MMt ^ tf^Jlii y 2:.C7 u-? h 
y 7 :7 - J: 19 If L^ ail®^b^i^^ 9 1 m iK^ 8 7 %r'mzo 
^H-NMR (CDCI3. 500 MHz) : 6 3. 23 (s. 3H), 

3. 24 (s. 3H), 3. 75 (s. 3 H) , 4. 05 (s. 3 H) . 

4. Q6.,C.s, 3H)..., .'6. 2 7. (d. 1 = 5. 5 H z ... IH) . 6. 6.9 (d. 
J=8. 5Hz. 2H), 6. 81 (d. J=9. 2Hz. 2 H) . 6. 89 
(d. J=9. 2Hz. 2H). 6. 91 (d. J=9. 2Hz. 2H). 7. 

42 (s. IH), 7. 51 (s. IH), 8. 53 (d. J=4. 9H2. 1 
H) 

OT^tfrfit (FD-MS, m/z) :4 7 3 (M"^) 



^i?iji2o (.mm 

3. 4 ->^^ □o7x-;l/4 h^->7 jL-;b-!r h > 

TUBSd^dO- h D y > (lOml) mBSo^DOT-V-^U (1. 08 Ig) 
<i:rtj|Si?n©3. 4-P'^'ODK>v'-r;l/^'D 'J K (2. 0 9 5 g) irfiBSao-l' 
'yr;Ut''t7A(III) h U^^bTj-Dpf rJ'>x;U4-^^^- h (6 2 Omg) ^j!in;i. 
6 0 T 8 B$™i^^ L tzo iSE?1^^^7K t o D >»U A T-^ii'^. □ D * 

^/g^i^JL^^l/T-Jgia-^- -5 •> 'J ^ y-*!/* V A ^ o -7 b r 7 7 7 ^ - J: f3 *f K U 
mmoit^^ 2 7 0 m g. IR^ 1 0 %T'^A:6 

H-NMR (CDC Ig , 5 0 0MHz) :53. 90 (s, 3HK 
6. 98 (d. J = 9. 2Hz. 2 H) . 7. 56 (s, 1 H) . 7. 58 (d. 
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J=l. 8Hz. IH). 7. 79 Cd. J=9. 2Hz. 2H). 7. 84 
(d. J = l. 8Hz. IH) 

M^tffM (F D - M S. m/ z ) : 2 8 0 (M .2 8 2 iiJl^+ 2 ) 

mmm 121 am^m) 

3. 4-'^^^ uay JL—Jl 4-b K'p4^v7x-;1/ Vh> 
^ffi^Jl 2 0Tl#/c3. 4- v^na7i:i.;b 4 - ^ H + v7 ^ h 
> (2 3 5mg) ^■:;^'no^^> (2inl) izmmi. 7K?^T1. OM;i^-o> 
h i; -T'o $ V-'J^au^ ^ ymi^ (7ml) ^tox.. :^S43 2Bfe^i?^ L fz'^K 

173mg. OT77 %-(??t/Cc 

^ H-NMR (DMSO-dg . 500 MHz) : 6 6. 91 (d. J = 
8. 5Hz. 2H). 7. 62 (dd, J = l. 8. 8. 6Hz. 1 H) , 
7. 68 (d. J=8. 5Hz. 2H). 7. 80 (d, J=7. 9Hz. 1 H) 
. 7. 85 (d. J = l. 8Hz. IH). 10. 55 (s. 1 H) 

a*5>iffffi (FD-MS, m/z) :2 6 6 (M"^) , 2 6 8 (M"^+2) 

mmm 122 

(4- [ (6. 7-vy h4^->-4-^yU;U) ;t-4^->] 7x-;U} (3. 4 
-•:;'^pa7x-;U) > (17 7) 

7;l/d'>^2fttT. IIJfeMl 2 lT-?t^3. 4-i^^no7x^;l. 4-fcKa 
+ >'^:«:->'l' (154ing) <i:4-->V^-'l/7i y t°>j y> (7 7mg) 

^•+v'U> (5m 1) cj^-sAti^-a^^atJ^Lyiio 3NFFH^4-^'no-6. 7- 
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i^y h + v'+yj > (1 2 9mg) ^m^. 2 IV^muM^M^LfZo KStM^ 
=i:f^fa^m^m± b^JO A7Kr§?ee i n d ;^ A T^iSt^, ^aa ^JU^M'Srm 

74? h> (2/1) '^m^tzmm'y'}-h^')^^^-^\^^''yy>(-k^x^m^u 

^ H-NMR (CDC 1 3 . 5 0 0MHz) :54. 03 (s. 3H). 
4. 0 7 (s, 3H) . 6. 6 8 (d, J =5. 5 H z, 1 H) . 7. 2 8 (d, 
J = 8. 5Hz. 2H). 7. 4 6(s. IH), 7. 4 7 (s. 1 , 
7. 60 (d, J=8. 5Hz. 1 H) . 7. 66 (d d. J = l. 8, 8. 6 
Hz, IH), 7. 90 (d, J=9. 2Hz. 2 H) . 7. 91 (d. J = 
1. 8H2. IH), 8. 60 (d. J=4. 9Hz. 1 H) 

(FD-MS. m/z) :4 5 3 (M"^) . 4 5 5 (M'^ + 2) 

4- (4-b KD^'>0'/-f'^U) ^>'/- K 

(1. 2 8 2 g) tf^fkEhOA-yrJOV^Jl^^') K (4 9 7mg) 
nn;fv;l.A (5ml) l^?§jj¥L. ilTBSna®fX ( h 'J 7 ^ — :7 ^ >) /n*^ 
'J^A (II) ^'uU K (8mg) ^Atl. 1 l^miBrnM-mUzo 

. AT-lgj^LfCe (859mg) <&xh5tKo77 

> (2ml) tK (5ml) tQN^mT^mH^ (1 2m 1) 5rtin^T 
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fom^U SSO<b^^«:2 5 Omgs IR$3 7 %-C-1i;to 

H-NMR (DMSO-dg . 5 0 0MHz) :66. 91 (d, J = 
9. 2Hz. 2H) . 7. 6 7 (d. J =8. 5Hz. 2H). 7;*^0 (d. 
J = 7. 9Hz. 2H), 8. 01 (d. J=8. 6Hz. 2 H) . 10. 57 

(s. IH) 

K«5>M(FD-MS. m/z> :2 2 3 (M^) 
Hife^^J 12 4 

M- {4- [ (6. 7-vy h^->-4-^y U^b) ;^^->] ^yy'^ M ^ 
>v'.r. m;L/ ( (1 7 8) 

y-h'J;t- (2 3 0mg) t4-i>/^Jl^7i>'t'^)'Jy (138mg) ^Sr+v/ 
U> (5ml) ^^Anm.U^m.Wlfio li^m^4-C7ua-6, 7-'J/h 
+ v^+y'J> (230mg) <£:llu;t^ 2 0 B^ram^ilM L ^Co SC>S^^^IS?n 
jKSSTKm:'- h U -i? A7j<?^?fi[<i: ^' □ n ^.^bAT'^ij^, □ o*;bA^^^7}<M 

lam. Do;h.;bA/g^i?x5^;l, (5/1) T'Jggat5^M->U^y';l'^'D 

■7 -lc<l:i9i^ML. ^^©{b^ifei'^l 9 9mg. iR^4 7%X'mtZo 

H-NMR (CDClg, 500 MHz) : 6 4. 03 (s. 3H). 
4. 0 6 (s, 3H) . 6. 6 8 (d, J = 5. 5H z. 1 H) . 7. 2 9 (d, 
J = 8. 5Hz. 2H). 7. 45 (s. IH), 7. 46 (s. 1 H) . 
7. 82 (d. J=7. 9Hz, 2 H) . 7. 9 0 (d. J=8. 6Hz, 2 H) 
. 7. 9 1 (d, J =8. 5 Hz, 2H) . 8. 6 0 (d, J=5. 5Hz. 1 
H) 
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SS^J^M (FD-MS. m/z) :4 10 (M"^) 

mmmi 2 5 • 

riJaSaO- h □ y rJ' > (10ml) ifi^ t^flRSh<D7-y-Jl (1. 0 8 1 g) 
<i:r1figS,02->^>'U'<>V*^;U^a<J K (1. 5 4 6 g) i mfi55i©^ ^ T^^b 
t^'^^Adll) h U 7 ^>x;l/ 4^ h (6 2 0mg) ^jD;t, 6 OtC 

^i^^l. 6 7 9 gs W7 4%-ef#fco 
M^^^-Wii (FD-MS, m/z) :2 2 6 (M"^) 

mmm 1 2 6 

4-b Kn^->7 ji-;U 2 ^>'U7 ji— ;l/ 

6 60 g) ^^on,-t;jbA (1 Om 1) l::^ft¥L. tKJ^TI. 0M;KD>h<J7' 
K--:^:^on^^>?§fe (2 9ml) ^UaA.. m^^m^uzo l^km^Wi 
OM-+'p> h U = K-v'^' nay rJ'Vj^f^ (15ml) ^j!in^, ^ 

^m^l. 5 0 1 g. JR^9 6%T'?#;^o 

^H-NMR (CDClg , 5 0 OMHz) -.6 2. 3 0 (s. 3H) . 

6. 87 (d. J = 8. 5Hz. 2 H) . 7. 2 2-7. 2 9 (m. 3 H) . 

7. 37 (td. J = l. 2. 7. 3Hz. 1 H) . 7. 73 (d. J=8. 5 
Hz. 2H) 

SS3>tfHi (F D-MS. m/z-) : 2 1 2 (M"*") ^ 
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m&mi 2 7 

(4- [(6. 7--^pt h4->-4-^y';^U) 7x-;i.} (2-y 

^jl -y y ^ 7 > ( 1 8 0 ) 

'irhyCl. 3 3 4 g) i 4 - i>V f-;UT ^ / f > ( 8 4 5 m g) 
^+->U'> (15ml) '+'--AtL^ig*ffiJ$L/ro mra1^4-^na-6. 7 

-v^> h (1. 4 06 g) ^Jn;ix 2znmimm,Liz^ m^^ 

-l-«k«3fflSim> MlC-N^^-y-^/t-fe h> (2/1) Tgiit-s^MVu v^y-iu 
i^n-7h^'^7^-lci:tiffiS!!L^ ^M©<l:^i^^ 1 . 25 8 g. jK^5 0%T- 

■^H-NMR (CDC Ig . 5 0 OMHz) : 5 2. 3 7 (s. 3 H) . 
4. 02 (s, 3H). 4. 06 (s. 3 H) . 6. 65 (d. J=4. 9Hz, 
IH) . 7. 2 3 (d. J =8. 6H z. 2 H) , 7. 2 5-7. 3 5 (m. 
3H) . 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s. 1 H) . 7. 4 6 

(s. IH) . 7. 9 1 (d, J =8. 5 Hz, 2 H) . 8. 5 7 (d, J = 5. 
5Hz. 1 H) 

KS55-tlTffi (FD-MS. m/z) : 3 9 9 (M^) 

Wm\ 12 8, 
{3- [ (6. 7-vy h^'>-4-^y'J;l-) ;^4^■>3 7x-vi.} 
> (1 8 1) 

4-^pp_6. 7-v?y h + v'+y 'J > (1 1 2mg) imSSSS© 3 - t K 
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n+i/K>y7xy > (2 9 7mg) ^zi^U 1 7 OV^l O^rmWlfz'^. 
JS{c;zg^*'^4^i^->/T-br h > (2/1) T-Jgi§-rsSe'> U ij¥J]^C7 K 
-lcJ;^?mS!iL^ ^0{t^!^^ 1 2 6 m g . i[2^6 5 ^T^ho 
^ H-NMR (CDClg. 90Mz) :(54. 04 (s. 3H). 4. 05 
(s. 3H) . 6. 5 3 (d, J=5. 3Hz. IH). 7. 34~7. 88 
(m. IIH). 8. 53 (d, J =5. 3 Hz. 1 H) 
:S»5)-tffii (FD-MS. m/.z) :385 (M^) 

^«f!112 9 (##^D 

2-ya-<Jl 4 - b Ko4-->7 j^— ;l/ 

^W2 2-eJiyr4- h 'J -n-yf-JUf->- 1 - y h + ->y f-^U^ 
(1. '282 g) <!:mBRD°Q®2-7a^;l/>oU K (3 9 2mg) ^^oD7^;U 
A (5ml) ;r^)^L^ rffHSon© fx (h ij ^ i-^U*x:7 >) y^vi^-t^A 

(II) i'Dij K (8mg) ^Ati> 1 n^FB^aitL/co Kmm^^=^mmm2 3 

Uzo mEETmm^^m.^fzmm (6 e 2ing) t Kn7^> (2m o 

izmm^-^. tk (5ml) t6Nmmyi<mm (i 2m d ^^m^rsmn^mmM 

8mg, W3 9%Tl#/Co 

■^H-NMR (DMSO-dg . 5 0 0MHz) : <5 6. 7 6 (dd. J = 
l'. 2. 3. IHz, IH) . 6. 9 1 (d, J =8. 5 Hz. 2 H) , 
7. 33 (d. J=3. IHz. IH). 7. 87 (d. J=8. 5Hz, 2 H) 
, 8. 0 6 (d. J=l. 2Hz. IH). 10. 3 9 (s. 1 H) 

®S^M .CF D--MS.. m/-z) : 1 8. 8 (M"^) - 
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mmmi so 

{4- C (6. 7-'^> h^rU- V )\^) 7x 
-M > (1 8 2) ^ 

7 Ji 3'>mm.T. nmm 1 2 9 -e'fffc 2 - 7 d >r 4 - 1 k n + -> 7 x r. 

'!r |>> (2 0 5mg) t 4 - 'J / i-Jl7 i J t**ij v^y (1 4 6mg) ■^^'^v'l/ 
> (5m 1) •ti'v.Atl^S^ffii^Lfco lB#P^^4-^'DD-6. 7-'J/h^ 
•>+yV> (2 4 4mg) ^Jn;i. 2 0 B^falMiSJlE L /Co KitM^^fmom 
MykMi- hO'y ATKf^ffet □ n Jh AT'^i^M^. 9nu ^JUAjiJSr^TKS^v 

-'I'TSggcD^^' a n;fs;l.ATSg§-r'5 U :^>!rVbi;' a v h 7>f -lc J: t)J|iS{ 

^7>f-icj;i3Jits'u gjgo^b^^ri 9 2mg. m^^ir^-^nito 

H-NMR (CDClg. 500 MHz) :54. 0 3 (s, 3H), 
4. 07 (s. 3H). 6. 63 (d d. J=l. 8. 3. 7Hz. 1 H) , 
6. 65 (d. J=5. 5Hz. 1 H) , 7. 28 (d. J = 8. 5Hz, 2H) 
. 7. 3 2 (d, J =3. 7 Hz. 1 H) . 7. 4 7 (s. 1 H) . 7. 4 8 
(s. IH) . 7. 73 (d. J = l. 8Hz. 1 H) . 8, 14 (d, J = 
9. 2Hz. 2H). 8. 58 (d. J=5. 5Hz. 1 H) 
K»:»«fM (FD-MS. m/z) :3 7 5 (M"^) 

^^Jl 3 1 (#3|^J) 

Tf5B5n°DO- h D y ^ > (5ml) 4:^ ^^^507- V-;!/ (5 4 1mg) 
BSD°a03-y^;U^>'^/-r-'l'^'oiJ K (7 7 3mg) irfTBR^?!®;^;^ > i?'^ A 
(III) h 'J 7;U:i-ny h (4 9mg) ^jfcx.. 6 0't{CTm!I 
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5m |R*5 6%T'nf^o • 
WM^mm (FD-MS. m/z) : 2 2 6 (M^) 

^^ji 3 2 m^m) 

(6 03mg) 'S:'Ji^ou;i (3ml) iw?gjPLv *?^T1. OM;Ka> h 

t)rui h'-'jc^aa;f ^>i^m (11ml) iua^. mwL^m^Lfzo 22m 
fmKmm'^(&}^mmmi 2 1 mmo:^mx'!>mu 'mm(Dit^^^z 1 6m 

■•■H-NMR (DMSO-dg . 5 0 OMHz) : 5 2. 3 8 (s. 3H) . 

6. 89 (d, J=8. 6H2, 2 H) . 7. 3 7-7. 47 (m. 4 H) . 

7. 65 (d. J=8. 6Hz. 2 H) . 10. 42 (s. 1 H) 
SS5^tfrm (FD-MS. m/z) :212 (M"^) 

mmm 133 

{4- [(6. 7 -yy h^'>-4-^y 'J;U) ;j-4->] (3-^ 
^)lya,-)l) / ^j y (18 3) 

7 >^ij|tT> HJfeC^J 13 2 -er-m^: 4 - t K n + -> 7 X j:.;!. 3 - / 
i^^b >y h > ( 3 0 7 m g) t 4 - ;< ^JUT ^ y f U > (19 4m g), 
4- -> b > (.5 m 1. ) . *^AtimS«ai$ L fco . 1 ^F^m4. - >^ a n - 6^ 7 - 'J 
y h + i/^y; > (3 2 4mg) ^rJn^. 2 3B#ratn*jiaS»£Lfco RSG^^^ 
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^H-NMR (CDC Ig . 5 0 0MHz) :d? 2. 4 4 (s, 0). 
4. 03 (s. 3H). 4. 06 (s, 3H), 6. 66 (d. 1=4. 9Hz. 
IH). 7. 27 (d. J=8. 6Hz. 2 H) . 7. 38 (t. J = 7. 3H 
2. IH). 7. 4 1 (d. J = 7. 3Hz. 1 H) . 7. 4 6 (s. 1 H) . 
7. 4 9 (s. IH). 7. 5 9 td, J = 7. 3 Hz. 1 H) . 7. 6 4 (s. 
IH) . 7. 9 3 (d. J = 8. 6 Hz. 2 H) . 8. 5 7 (d, J = 5. 5H 
z. IH) 

OT5JtffM (FD-MS. m/z) : 39 9 (1^"^) 
llk«»J l 3 4 

4-t )^'a^i/y jL — Jl 4-— hP7jL— ;l/ ^ H > 
^SS0>J2 2T■^i;fc4- h U -n -•/^;Uf->- 1 -y h + v^ ^yU^ ^ y -;U 
(1. 2 8 2 g) <bmS5Si®4-- h nKy^/-< jlC^a*) K (5 5 7mg) 
autsJlA (5ml) (cr§)l?L. miSD°DO K'X ( h 'J 7i^;U*x7-f » 
v^-i^A (II) ^'DU K (Bmg) ^An^ 2 3B#FH^]!inlNiS^ftL;to Sft^g^igTi^ 
2 3 i ill^O:^-^-Zr5Jiit- -S^l- J: ^#-5 f-^bli^^W V •> 
^X'^m L fco MET?^^li*m#^^ii (1. 047g)^xH7t Kn7 
7> (4ml) tK (5ml) t&Nm^7i(.m^ (1 5ml) ^]!)n;i 
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(S. IH) 

IgS^tfffit (FD-MS, m/z) :2 4 3 (M"^) 

{4- [ (6. 7-'>'y K^->-4-4^y'JyU) 7i-4^->3 7x-;U} C4-- 
hn7x->>l/) y j>V > (18 4) 

xj:.;l. y (3 7 Omg) tA -'J/i'}l7 i J fU (2^0 4jn g) ^ 
^•>U> (5ml) Et3^AtiMS*a#L/;o 1B#Fb1^4 7-v 
U > (3 4 Omg) ^tlD^. 2 3B$Pa1MML^o S;Cil^!t^3^ 
HJfeC^Jl 3 Oilq»io;^^T'*QiSL. mm<^it^^^2 3 8mg^ Jj3Z^3 6.%-C 

H-NMR (CDC 1 2 , 5 0 0MHz) ;5 4. 0 3 (s, 3H),. 

4. 0 7 (s, 3H), 6. 6 9 (d, J =4. 9Hz, 1 H) , 7. 2 9 (d. 

J=8. 5Hz, 2H) , 7. 44 (s. 1 H) . 7. 47 (s, 1 H) . 

7. 9 3 (d, J = 9. 2 Hz. 2 H) . 7. 9 6 (d. J=8. 5Hz. 2H) 
, 8. 3 7 (d, J =8. 5Hz, 2 H) . 8. 6 0 (d. J =5. 5Hz, 1 
H) 

M^tlrfi (FD-MS, m/z) :4 30 (M"^) 

4-ti Kp4^'>7x.=:.;1/ 3. 4 f^U>v^^^>7x-;U 
mmm2 2-e^y::4 - h U - n >- 1 h + v/j' ^;U7 x y -;U 
(1. 2 8 2 g) <i:miSa<Z>b'<a-.a ^' ;l.^D U K (-6 6 4m g) ^ o u.t^ 
^UA (5m l) {w^§f»Lx rtJISSiOh'X ( h 'J 7 x-;U5^7.7 >f » /n°^v?->A 
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(II) "J K (8mg) <S-An. imaMMmitZo SJi>S^t/^ll!g«aj2 3 

LfZo^Msymm^^ttm^ (1. 0 3 O g)'^f-h7t Kd^> 
(2m I ) {ito^Hf^ tK (5m l) i6Nigi?'7Kf§^^ (1 2m 1 ) ^Jn;iT 
1 0 . 5 B^PaMSM L /Co ma&f^h^'^ktiik l 2 3 <h lH]^oi;^^T'M L^ 
mm<0it^!&l=S:2 1 2mg. iR^2 9%-e'f#/:o 

^ H-NMR (DMSO-dg . 5 0 0MHz) :(5 6. 15 (s. 2 H) , 
6. 8 8 (d.' J =8. 6 Hz. 2 H) . 7. 0 4 (d. J =7. 9Hz. 1 H) 
. 7. 2 1 (d. J = l. 2H z. IH). 7. 2 4 (d d. J=l. 8. 7. 
9H z, IH) . 7. 6 2 (d, J =9. 2 Hz. 2H) . 1 0. 3 4 (s. 1 
H) 

(FD-M&. m/z) : 24 2 (M"^) 

^{fiJl3 7 

{4- [ (6. 7-v^y f-^v-4 -^y'J;l/) (3. 4 

f^l>>^;r4^v7x-;U) y > (1 8 5) 
7;i'n*>m^t£Ts ^«»J1 3 6T'#fc4-t Kd + ->7x^;U 3. 4-/^ 
U > i^;!/ (2 0 2 m g ) t 4 - i/ / Jl7 i J t° ^} 'J > 

(112mg) (2ml) ^^Atim.U^mWLfZo ll^r^^4-^' 

Du-6, 7-v?y K + v'+y 'J > (1 8 7mg) 2 0mmMi£l 

/Co 1 2 4 illl^icDi^-^-^f^S U SS®^b^!g3<£r 1 3 5 m 

gx iR^3 8%-e^#/:o 

^ H-NMR (C D C r g , 5 0 0 MH z ) : 6 4. 0 4 ( s . 3 H) . 
4"v b 6' (s. 3 H) , 6. 0 9^ (s. 2 H) . 6. 6 4 (d. J =4. 9 Hz. 
1H)V 6-. 8 9 (d, J =7/ 9Hz. IH) . f^' 2 6^^(^^^ J =8. 5H 
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z. 2H), 7. 3 8 (d, J = l. 8H2. 1 H) . 7, 4 1, (dd. J,= 
1. 8. 7. 9Hz. IH). 7. 46 (s. IH). 7. 49 Cs. IH). 
7. 88 (d. J=8. 5Hz. 2 H) . 8. 57 (d. J=4. 9H'z. 1 H) 
M^^-^ffi (FD-MS, m/z) : 4 2 9 (M"*") 

mmmi 3 8 

l^mShCD- h.a y ( 1 0 m l ) miSn°D® 7-^ 7 (1 . 0.&1 g> 
imaSD°D©3 - (h 'j7;l/;j-Dy 'OV-r^U^ D 'J K (2., 0 8 6.g) t 
rlTBS°n®>r ^yf-^l/f"C/A (III) h 'J 7Jl/;i-ny r5'>X-)U+^T-- h (6 2 0mg) 

<&]!rax.. 6 0 T {IT 1 mm L tzo Kmm^'^mmm 1 2 o <h ii^©:^?*-??^ 

SL. mmoit^m^l 1 9mg, ]K^2 6%T'?|/::o 

^H-NMRCCDClg. 500 MHz) :<53. 91 (s. 3H) . 

6. 99 (d. J = 9. 2Hz. 2H). 7. 6 0-7. 6 4 (m. 1 H) . 

7. 8 0-7. 8 3 (m. 1 H) . 7. 8 2 (d. J =8. 5Hz. 2 H) . 
7. 9 3-7. 9 4 (m. 1 H) . 8. 0 1 (s. 1 H) 

Mfi^tfrffi (FD-MS, m/'z) :2 8 0 (M^) 

Ilitem3 9 

3 - h 'J 7Jl/7^oy ^;l/7x— 4 - b Kq^->7x-=.;l/ >!r K> 
HJfe^l 3 8"e?#yt3- h U 7-'l';t-oy f->»|/7x^;U 4-> h + v'^x-JU 
-Vh^ (6 5 7mg) ^N, ^-'J;^=f-)V^^)Vl<T I K (3 5ml ) 
:^ h 'J h + i/ K (4 11ml) ^Jqx.^ TJU3*>m«£T71^P^Mai 

MLy^o mm^^^'^%mm^tm^mm^^\j<^<^i^mi'^ 454 

mg, JR^7 3%T-?#y::o 
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■^H-NMR (CDC I3 . 5 0 0MHz) : 5 5. 8 5 (s. 1 H) . 
6. 9 4 (d. J =9. 2Hz. 2H) . 7. 6 2 (t. J = 7. 3 Hz. 1 H) 
. 7. 7 8 (d. J = 9: 2Hz;. 2H) . 7. 8 3 Cd, J =f:"^Hz, 1 
H) . 7. 9 3 (d. J = 7. 3Hz, 1 H) , 8. 0 1 (s. 1 H) 

^M^J14 0 

{4- [ (6. 7 - h4-->-4 
y 'J >'U) ;j-4- ->] y^-M y ^ y > (18 6) 

T >Urf >g-JiKT> ll«B«»J 1 3 9 -tr?i:t 3 - H U :7 D y ^ ;b 7 i jr;b 4 - _ 
t Kp + ->37jlji;1/ -ir h> (4 3 2mg) <!:4-^'Da-6. 7--:^yh4--/ 
'J> (3 6 3mg) ^'Jx.^U>i7'^)^-)l.-:y/^jlJu-y'ji (i 0ml) 

{^^15?^ ii-. 1 6 o'C'iai imr^tiammmuzo KfLM^^^f^mmm^mi- h 

-ei£^L/;-o MET^^«gim^#t»tlfcj^^i^s 'N^-^t >/S^S?J:f•;^■^fJg§^-r 
-5 ^ >; h y ^ -tzJ: fjff^cD^, Hf; ^ n o ;^;^A/S^®eJIlf- 
>'^ (5/1) nmmt =Bmmiy^)ijYJii7u -7 h i^'^ y ^ -iz J: IT) i^^l^^ 

(D^t^m^ 2 0 4 m g , iK^ 2 8 %-C''^tZo 

^ H-NMR (CDC I g . 5 0 OMHz) : 5 A. 0 3 (s. 3 H) , 
4. 0 7 (s. 3H) . 6. 6 9 (d. J =4. 9 Hz. 1 H) , 7. 3 0 (d. 
J =9. 2Hz. 2H) . 7. 4 7 (s. 2H). 7. 6 6 (t. J =7. 9H 
z. IH) . 7. 8 7 (d. J =7. 9Hz, 1 H) . 7. 9 2 (d. J =9. 
2Hz, 2H) ; 8: 0 0 (d. J = 7. 9Hz. IH). 8. 0 8 (s. IH) 
, 8. 6 0 (d. J=4. 9 Hz. 1 H) 
MMmrU (F D -M S. m/ z ) : 4 5 3 (M ■*■> 
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I^^^Jl 4 1 (.'^^M) 

ffTlSS.©- h o / > > (5ml) tp^ mSSD°nO T - V ^ ;U ( 0 . 5 rii 1 > <!: rU 
B^(D'>i7u^d(-^>ijjl7i-:^jl^u 'J K (0. 6 3,m 1 ) <trtJKSO-r y'rJl 
h'-^Adll) h nyjltu^t iJ' >x;U*T>- h (2 8 8m.g) <£rJn^. 6 0°C{c 

^ H-NMR (CDC I3 . 5 0 0 MH z) • ^ I v 2 1-1.88 (m, 
lOH). 3. 19-3. 2 5 (m. IH). 3. 8 7 (s. 3 H) . 6. 9 3 
Cd. J =9. 2 Hz, 2H). 7. 9 4 (d. J=9, 2 Hz. 2H) 
Sfira-tfrii (F AB-MS. m/z) :219 (M^'^+l) 

^«^J14 2 (#^^j) 
4-'>^D^^->;l/^;l/;K^;U- 1 - b Ko^'>K>-fa?> 
Ute^Jl 4 l-e^#yc4-'>^n^+v;l.^Jl/;Kzi;b- l - y h + ->Ai>-t:'> 
(5 17mg) ^N, N-v^y^^^l/^^JUAT J K (2 0m l) {c^lSLv h U 
-^A^^^j-y h+->K (5 3 8mg) ^Jn;t. T;Un*>mgST mPa^3!jn|Sli§2iSL/Co 

4 8 Tmg. OTBS^-emfco 
^H-NMR (CDC I3 . 5 0 OMHz) : 5 1. 2 3-1. 88 (m. 
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1 OH) . 3. 1 9-3. 2 5 (m. 1 H) . 6. 0 6 (b r s. 1 H) 

6. 8 9 (d. J=8. 6Hz. 2 H) . 7. 9 0 (d. J =8. 6Hz, 1 H) 
^m^Vrm (FD-MS, m/z) : 2Q4 (M^) 

zj^:^i/)li:Jl7f.^jV- 1 - [ ((3, r-i^J^ h^i/-4-^ J U }V) 
i^A-'A <yMy (18 7) 

KD4-'X>-fcf> (2 7 3mg) t4-^uu-%, 7 - v>> h + 7 'J > 
(lOOmg) ^•■:^x^ly>:5'*ij n-;Ui;;<^;Uji-7^;l/ (0. 2ml) {c?glg 
^•tir. 1 6 0^:4^3 0^r^ffii$L/Co R^S^i^^lSteS^7f<3fe:^ h 'J -^AtK^ 

^H-NMR (CDC Ig , 5 0 OMHz) : 5 1. 2 1-1. 9 3 (m, 
i OH). 3. 2 4-3. 2 9 (m, 1 H) . 4. 0 3 (s. 3H). 4. 0 6 

(s. 3H) . 6. 6 0 (d. J =5. 5Hz. 1 H) . 7. 2 4(d. J = 
8. 5H¥. 2H), 7. 4 5 (s. 1 H) . 7. 4 7 (s. 1 H) , 8. 0 5 

(d. J = 8. 5 Hz. 2H). 8. 5 5 (d. J =5. 5 Hz. 1 H) 

SSM^I (FD-MS. m/z) : 39 2 (M'*'+l) 

Ilife^il4 4 (#%W 
2- M; 7;l/;toVf-;l/7x-;U 4-y h4'>-7 x^;l/ h > 
rlilSa®- \'U:f-9y (1 Om 1 ) r^SSSoti-V-;!' (1. 0 8 1 g) 
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tm^Pa<02 - (b '/T^l/itDy ^;U) K^y'TJU^D'J K (2. 0 8 6 g) t 
-i^mSh(0^ >yy'Jlh'^AilW h ^} 7 Jl^i" o / > XJVt^^^- h,(6 2;0mg) 
^UQ^. 6 0 (cT 6 ^raSLW t tzo S*&m^^^7K i ^ D D ;h Jl J^T^m'^. 

m u mmo^t^m^ i . 4 o 2 g . w 5 0 nrmzc 

^H-NMR (CDC Ig . 5 0 OMHz) : 5 3.. 8 8 (s, 3 H) . 
6. 9 3 (d. J =9. 2H2. 2H) . 7. 3 7-7. 3 9 (m. yi ) . 7. 
60-7. 63 (m. 2 H) . 7. 75 (d, J=9. 2Hz. 2 H) . 7. 7 
3~7. 7 8 (m, IH) 

KS^Jtfffii (FD-MS. m/z) : 2 8 0 (M"^) 

IIW14 5 (##^J) 

2- h 'J 7;l/;ta>>^f-.>i^7x^;U 4 - b Kp^->7x.r^;U h > 
HJfe^Jl 4 4tr?ifc2- K U n> l^;U:? i^^b 4-/ V^'y7^—)l 
^Yy (1. 4 0 2 g) N-v?y f-^U^-'l'AT ^ K (1 5 m 1) «jSL. 

^h'J'i^Af-;^-^ h + '>K (8 7 7mg) ^Jn^. T;Un'>M^!itT4l^mSftil 

L /To R^U^m^Wm 3 3 i |5l^©:&-STMa L. ^S©^k^!^^ , 
1. 0 5 0 g> iR^7 
^H-NMR (CDClg. 5 0 OMHz) : 5 5, 8 8 ( s . 1 H) . 

6. 87 (d, J=8. 5Hz, 2 H) . 7. 3 7-7. 3 8 (m, 1 H) , 

7. 58-7. 6 3 (m. 2H). 7. 71 (d. J = 9. 2 H z. 2 H) , 7. 
7 6-7. 7 8 (m. IH) 

Sa^^W^i (F D -MS, m/ z ) : 2 6 6 CM"*") 



wo 97/17329 



1 3 5 



PCT/JP96/03229 



mmm 1 4 6 

(2- h i) 7;U;^optf^)t/7xr.>H/) {4- [ (6. 7 - v>V h^^- 4 -4^ 

T;U 3* >m«tT. l 4 5 X-mtz 2 - h U 7 n > 5^;l.7 x 4 - 

tKo^->7x^;l' y |>> (9 5 9m g) i 4 - i>V f^-'L'T 5 y f U > (4 
84mg) (7ml) ■t'-^AtlMfict^ffi^L^Co lW^4-i>nD 

-6. 7-i>V l> + i>+y'J> (8d5mg)/&to;l^ IBfelraa^i-aiSLfco RfC 

ii^ife^-siife^j 1 3 0 tmm<D:^mr'mmu mmoit^m 8 9 9m jk^ 

^H-NMR (CDClg. 5 0 0MHz) : 54. 0 1 (s. 3 H) . 

4. 0 6 (s. 3H). 6. 6 7 (d. J =5. 5Hz. IH). 7. 2 2 (d. 

J = 9, 2Hz. 2H) . 7. 42 (s. 1 H) . 7. 4 2-7. 44 (m. 1 

H) . 7. 45 (s. IH). 7. 62-7. 68 (m. 2 H) . 7. 8 0- 

7. 8 1 (m. 1 H) . 7. 8 7 (d. J == 8. 6 H z. 2 H) . 8. 5 8 (d. 
J=5. 5Hz. IH) 

KS^tlTlt ( F D -M S . m/ z ) : 4 5 3 CM"*") 

^««J14 7 (#%^j) 

4 - n-yf-;U7x.:^;U 4 - > h^v^? xa;1/ >tr 

rtJIKia®- Koy > (10m l) tp^ rfT|SSi07-V-Jt< (1. 0 8 1 g) 
<!:TfTl5D°D© 4 - (n -T'^^U) O 'Z^" ^U^ o «> K (1. 9 6 7 g) tl^mSi<D 
-i yy-JV\i^MlUy h 'J 7;U:^^n >X (6 2 Omg) ^Mk.> 

6 oTfixei^r^tii^L/^o ^j^m^m^^mmi 2otmm(D:^iix'i>mu 

^©{b^i^^ 8 6 3m gs W3 2%xnfto ^ 
^H-NMR (CDC 1„ . 50 0MHz) :(50. 95 (t. J = 7. 3h 
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z, 3H) . 1. 3 8 (t q, J =7. 3. 7. 3Hz, 2H) . 1. 6 4 (q 
uint. j=7. 3Hz. 2 H) . 2. 69 (t. J = 7. 3 H z 2 H) . 
3. 8 9 (s. 3H). 6. 9 6 (d. J =9. 2 H z. 2 PI) . 7:^2 (d, 
J = 8. 6 Hz. 2H) . 7. 6 9 (d. J = 8. 6 H z. 2 H) . 7.8 2 
(d, J = 9. 2Hz. 2H) • 
SS^tff<* (FD-MS. m/z) :2 6 8 (M^) 

mmm i 4 8 ■ - , 

4 -n-yf-;U7 x-r-Jb 4 - fc Ka4"->7x.:i;l/ Y>> ^ . 
HSfe^Jl 4 7T?|^4-n-7'5^;b7x^;l/ 4 -^ h + i/7xj:-;U >y h > 
(8 6 3mg) ^N. N-v'/^^U^^-'UAT i K (5 0m l) IC^j^Lx :^h'J 
h+i/K (5 6 3mg) =^Ua^. 7 Jl=i'>%mT7V^maf^m.LiZo 

^ H-NMR (CDC I3 , 5 0 OMH z) : 5 0. 9 5 (t. J =7. 3H 

z. 3H), 1. 38 (tq, J=7. 3. 7. 3Hz, 2H). 1. 64 

(septet. J =7. 3Hz. 2H). 2. 6 9(t.. J = 7. 9H z. 

2H) . 6. 35 (s. IH), 6. 92 (d, J=8. 5, 2,H) . 7. 28 

(d. J=7. 9Hz, 2H). 7. 69 (d. J=8. 6H2. 2H) , 
7. 7 7 (d. J =8. 5 Hz, 2 H) 
OT3>^fit (FD-MS. m/z) :2 5 4 (M"^) 
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nmm 14 9 

7x^;H y (4 0) 
7;^=^>m^|£T^ Hm^Jl 4 8-ellfc4-n-7'^;U7x^;l' 4-t Ko4^ 
v/^i^-'b > h> (7 2 7mg) <!:4-^Dn-6, 7-i>V h + v+y u' > 
(6 3 9ing) $-v>x^U>^''J n-^Uv^V^^^Ux— (10ml) 

18 b'c^i ommmmsmLfzo Kmrn^^^mmmmi- h:) 'TJ^ymm 

>X'mmtZ v"J ^^yVU^ n V h ^''^ 7 -ici t? L. M©<t:^felV4 0 
Omg^ JR^S 2%T^#/Co 

^ H-NMR (CDC Ig , 5 0 0MH 2) -.6 0. 9 5 (t, J=7. 
3Hz. 3H), 1. 38 (tq. J=7. 3. 7. 3Hz. 2HT, 1. 62 
~1. 6 8 (m. 2H) . 2. 7 1 (t. J =7. 3H z. 2 H) . 4. 0 4 
(s. 3H) . 4. 0 7 (s, 3H). 6. 6 5 (d. J = 4! 9Hz. 1 H) . 
7. 26(d. J=8. 5Hz. 2H). 7. 31 (d. 3 = 7. 9Hz. 2 H) 
. 7. 4 6 (s. IH), 7. 4 9 (s. 1 H) . 7. 7 6 (d.' J=7. 9H 
2. 2H) . 7. 9 2 (d. J =8. 5 H z, 2 H) . 8. 5 8 (d, J = 
5. 5Hz, IH) 
Sfi^tfrfii (FD-MS. m/z) :44 0 (M^-1) 
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miRD°a©-hay (5ml) 4>> mfl555® 7- V-^U (541m'g) trtJ 
i£ao3-7;b;tDOvV>'U^a U K (7 9 3mg) imiS^OX:^ > v>;'t7 A 
(III) HU7;U:tap{:^>;;^;l'4^T^-h (49mg) ^mA.. 601C(::T3BPh1 

»»5}tfrM (FAB-MS. m/z) : 231 (M^+1) 
HSfeMl 5 1 (MnWi) 

4 - b Ko4^->7x-;l^ 3 -7;U;j-o7x— ;P >!r h > 
Htfe^^ll 5 0■e^ffc3 -7;l/;i-a7x^;U 4 - y h + •> 7 x^;l. >r h > 
(5 8 Omg) ^Vpuu^^y (5ml) IcjgML. ^K^^Tl. OM;Ko> h 

^)-yu\^-^J^uu:f. ^y=mL (23ml) ^Jn^. ^fi4^ 3 Bfe^fj^ L /Co W. 

'^m.^m^mm\2 1 tiHi*$©:&5*TML. nmoit^^^^A o 2mg. jr 

^7 4%Tlifco 

^ H-NMR (DMSO-dg , 500MHz) : 6 6. 91 (d, J = 
8. 5Hz. 2H). 7. 44-7. 4 9 (m. 3H). 7. 57-7. ,61 
(m, IH). 7. 68 (d, J=8. 5Hz. 2H). 10. 51 (b r s, 
IH) 

Kfi^tfrflt (FAB-MS, m/z) :2 17 (M'^+1) 
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mmii5 2 

(4- t (6. h^v^-4-^y U;U) t^i^l Vji^M (3-7 

;U;ta-7x-7l/r>^y > ( 1 7 6) 

7 ;u zi* >mffiTs IIJfe««J 1 5 1 T'^ffc 4 - 1 K D + -> 7 i 3 - 7 ^b^j- □ 
7 jl^a/ > h > ( 3 7 3 m g ) i 4 - y ^JL-T i y h° 'J > (2 3 2 m g) 
^ + •> U > (5ml) An^S4^Si$ L tzo 3 B#P^'^ 4 - V a d - 6 . ^ 7 - 
h + i/+y 0 > (3 8 6m g) ^^^^^ 2 mmi^SiilELfco SlCjl^i^ 

ct t) mwk. "ki^^uu^. jiAxmkJ^ ^ji (.5/1) n-mmtz mm u 75? y 

Ji'C' hi''^y >t ~\z^t)^kU ^^©>fl:^tl^4 8 4mg. iKm7 0%T- 

H-NMR (CDC 1 2 . 5 0 0MHz) -.5 4. 0 4 (s. 3H), 

4. 07 (s. 3H). 6. 67 (d, J=4. 9Hz. 1 H) . 7. 28 (d. 

J = 7. 9Hz. 2H) . 7. 31~7. 33 (m. 1 H) . 7. 46 (s. 

IH), 7. 4 7 (s. IH), 7. 4 8-7. 5 3 (m, 2 H) . 7. 5 9- 

7. 6 1 (m. IH), 7. 9 3 (d. J = 8. 6 H z , 2H). 8. 5 9 (d. 
J = 5. 5Hz, IH) 
nM^^k XF D -MS, m/zf : 4 0' 3 (M"^) 

lllfe^^l 15 3 

' N - { f - [ ( 6s 7 - ^/ h ^ - 4 - 4^:^ 7 'j^^l^) >^ i/f 7 x->>l/} 
-N^ - (2-y h^-^7jL-;u) -^uy (1 13) 
6. 7-^^;* h + >'-4- (4-7^ /7x> + i>) W 
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«rH;Ux> (10ml) {CjQlfeJg^L/^^x 2 h + f^7xx;U-r 7 

h (0. 3 6ml) ^ijQPi. Aoa^mMt^mitzo mm^'s^^. i^m^ v 

ut^)lM./M ^ y ~Jl (10 0/1) s <^:i.^-e^' n at^;l/A/7'tr h> (5/1) 

1 1 2mg. JR^7 5%T'^#;fco 

H-NMR (DMSO-dg . 5 0 0MHz) : 5 3. 90 (s. 3 H) , 
3. 9 8 (s. 3H) , 3. 99 (s, 3 H) , 6. 9 0 (t. J =7.. .9Hz. 
IH), 6. 96-(t. J = 7, 9HZ..1H). 7.. 0 3 ( t , J 9 H 

z. IH). 7. 2 3 (d, J =9. 2Hz. 2H). 7.. 3.9(s. 1 H) , 
7. 55 (d. J=9. 2Hz. 2 H) . 7. 57 (s. 1 H) , 8. 15 (d. 
J = 7. 9Hz, IH). 8. 25 (s. 1 H) . 8. 55 (s. 1 H) 
9. 4 4 (s, 1 H) 
M^tffM (FD-MS, m/z) :4 4 6 (M"^) 

lim^Jl5 4 

N- (4- [ (6, 7 -'J/ h^v-4-^:H7'J-;b) Tf^i/] 
-N' - (3-;t h4^i/7x-;U) t7l/7 (114) 

6. 7-v>V h + v/-4- (4-7-;y 7xy4^-» +:^-yu > (1 OOmg) 
;£-hJUi> (10ml) {cjDlfe^l4?L^^> 3-;^ h + x::-;b-r V v'T':'— 
h (0. 3 6ml) ^Ija^. 4 05JPBlSn«iSffiL/-Co rg^E^S^^s ]^S*^d 
a;^;UA/y (1 0 0/1) ^ 'ik^^-^i^ aat^JlA/T-b h> (5/1) 

3 Img. TO2 l^T'flfco 

H - N M R ( D M S O - d g . 5 0 0 M H z ) : 5 3. 7 4 ( s . H) . 
3. 9 8 (s. 3H) . 3. 9 9 (s. 3H) . 6. 5 6 (d. J =7. 9 Hz. 



wo 97/17329 



14 1 



PCT/JP96/03229 



IH). 6. 9 6 (d. J = 7. 9 Hz. 1 H) , 7. 15-7. 2 5 (m. 
4H) . 7. 3 8 (s, IH) , 7. 5 3~7. 6 0 (m. 3 H) . 8. 5 5 
( s . ; 1 H) . 8 . 7 6 ( s . 1 HO , 8 . 8 l' ( s . 1 H) ''"^ 
immd ( F D - M S , m/ z ) : 4 4 6 (M ^ ) 

1 5 5 

N- {4 - [ (6. h^ iy-4 -4i-9^)-Jl^yt^y:\ y j^-jU} 

-N' - (4-^ ^PUT (99) 

6. 7-':?;^ h+->-4- (4-T^y7xy + v) ^■}-V^}> (Tlmg) 
^h;Uai> (5ml) tc Jn«\?gM L 4 - y h + i/:? ^ jl;^' y i^T^- h 
(0. 2 9 m 1 ) ^jt)n;t. 4 O^JP^MSiiSELfco tfrteL^<i(4:^ariSjL. bJl 

^ >i:im immo{t^^=^ e o m g ^ jk^ 4 9 %ti^/co 

■^H-NMR (CDC I3 , 5 0 OMHz) : 5 3. 7 9 (s. 3H). 
4. 06 (s. 3H). 4. 07 (s. 3 H) . 6. 48 (s. 1 H) . 
6. 6 4 (s. IH) . 6. 9 1 (d. J =9. 2H z. 2H) . 7. 2 0 (d, 
J = 8. '6Hz, 2H). 7. 27 (d. J=8. 6Hz. 2 H) . 7. 32 
(s, IH) , 7. 4 7 (d. J =9. 2 Hz. 2 H) . 7. 5 5 (s. 1 H) . 
8. 6 0 (s. IH) 

MS^^^te CFAB-MS. m/z) : 4 47 (M'^+I) 

1 5 6 

N- {4- [ (6. h^'y-4-^i-9V-Jl) ^^jy] yj,-j\.\ 

-N\ -'\2-yA^:i-uyjL^/l) 6uf (1 1 6> 

6. 7--:?/ h + ->-4- (4-T$y 7*y + i/) +:^'/'J > (lOOmg) 
^hJljLy (1 0ml) iz^immtfz^-. 2-7>>l/7t-P7x^;l.^v->y^- 
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h (0. 3 0ml) ^SD;tv 4 Or^P^MSiltLfZo ^ihltzMi^'STmil. h 
-'b j:- >T-Z5fe^ im^Oit^^S 6 m g . iR^ 6 6 %X'^i^fZo 

^H-NMR (DMSO-dg . 5 0 0MHz) .6 3. 9 8 (s,;3H). 
3. 9 9 (s, 3H) . 7. 0 0-7. 0 4 (m, 1 H) . 7. 13~7. 17 

(m. IH). 7. 2 3~7. 2 7 (m, 3H). 7. 3 9 (s. 1 H) . 
7. 5 4~7. 5 7 (m, 3H) . 8. 10-8. 2 0 (m, 1 H) . 8. 5 5 

(s. IH). 8. 6 5 (s, IH) . 9. 2 6 (s. 1 H) 
. M^^tff^l (F D-MS, ..m/ z ) : 4 3 4. (M^ ^ 

mmmi 5 7 

N- {4- [ (6. 7-yV 4 'J -^U) 7aL-;l/} 

-N^ -n-yf-;U'^l^T (2 2 0) 

6. 7 -'J/ (4-T ^ y +-;^yu > (1 0 Omg) 

^ h;Uji^ (1 Om 1 ) icM^PL^^. n -^^^U^ V •>7^- h 
(0. 2 9ml) =^m^. 4 0 ^F^tinlBliS^K L fzo ^^S^ n n 

;^;l/A/T-b h > (5/1) tPMppI" -5 •> 'J ti>f )\^ti^ h.'7 h^^7 ^ -li 

<t 0 fmi L^ ^s®<b^« 7 5 m g . w 5 6 %-e^#yro 

^ H-NMR (DMSO-dg , 5 0 OMH z) : <5 0. 9 0 (t. J f 
7. 3Hz. 3H) , 1. 2 8-1. 4 6 (m. 4 H) , 3. 0 9 (q. J = 
6. 7Hz, 2H) . 3. 9 7 (s. 3H) . 3. 9 9 (s. 3 H) , 6.2 3 
(brs. IH), 7. 14,(4. J =9. 2 Hz, 2 H) . 7. 3 7 (s. 1 
H) . 7. 47 (d, J =9. 2Hz, 2H) , 7. 5 5 (s, 1 H) , , 
S. 5 3 (s, IH) , SrSB Cb r s. 1 H) 

Wkih^m (F D -M S. m/ z X : 3 9 6, (M^) 
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N- {4- [(6. 7 -i^/ '}Jl) 7xJ=.;M - 

(4 ^ t e r t -7'^;U7x-;U) i7)lt>^-^ i K (2 13 ) 

6. h=^iy-4- (4-7iyfy^J^'>y > (5 4mg) t 

mflS^i.® 4 - t e r t - 7'^;L'^m#i! ( 1 0 2 m g> ^N, H - ^;t,;^;U 
A7$ K (3inl) izmmitz'^. - (3' - v>V f^;l.T $ y 7^ 

Dt°;U) ;!7;U*i>V^ Ki^Kig (1 OBmg) <&^0;i^ ^fiirr Sl^f^aii^Lfc 

^H-NMR (CDC Ig . 9 OMHz) : 61. 3 6 (s. 9 H) , 
4. 0 5 (s. 3H). 4. 0 8 (s. 3 H) , 6. 4 8 (d. J =5. 3 H z, 
IH) . 7. 1-8. 1 (m. IIH). 8. 4 9 (d. J =5. 3Hz, 1 H) 

KS^tFfM (FD-MS, m/z) :4 5 6 (M"^) 

^0iJl5 9 

N- {4- [ (6. h^'>-4-^y UvU) :t4^->3 7x^;U} -N 

-y^>>t/- (4- t -7'^;U7x-;l/) K (15 6) 

^Jfgfi^Jl 5 8T-'f^bnfcN- {4- C (6. T-i^y K4^->-4-4^y U^U) 
5*-+'>3 7i^;U} - (4- t -7'5^;U7x-;U) ijJl^'^-^i K (lO Omg) 
^N, N-v^y^^Ud^^L-ATS K (3 ml) \z.mmLfz'^. 7K5^^^::^ h U A 
(lOmg) ^Jta;i, O'CJCTl^F^lfjf Ly:^^ a-J'^ky^;!, (31mg) ^ 
Jn^$^lw3Wr^ai#L^o IIJfe««J5 liiHIItOglf^JcJioTftMts ^©-fb 
4 8 m g ^ IR^ 4 6 %r-^f fco 

■'•H-NMR (CDC I3 , 9 OMHz) : 5 1. 2 8 (s, 9 H) , 
3. 5 4 (s. 3H) , 4. 04 (s, 3 H) . 4. 0 5 (s. 3H) . 



wo 97/17329 PCT/JP96/03229 

144 

6. 3 2 (d. J = 5. 3Hz. 1 H) . 7. 0-7. 3(m. 8H). 

7 . 4 2 ( s . 1 H) , 7 . 5 0 ( s . 1 H) . 8 . 4 7 dd. J - 5, 3 H z . 
IH) ■ 

M^^^I(FD-MS. m/z) :4 7 0 (M"^) 

mmm 1 6 o 

N- (4- t -yf-;l/7jc-;U) - {4- [(6. 7 - 'J / h^i/- 4 y 
■Jil/) 7xj:^;U} ^yJl/.-K^lJ- E K (1-5 5) ^ 

4- (6. 7-v?;< h + ->-4- + y'J;b) 7|-+->^m§K (5 4ing) <bm 
ISao4- t e r t -y^^UT-U > (1 0 2mg) ^N. N - -J / ^Jlji-.jlA 
Tl K (3miy ic^/gL/::^. l-xf-;l.-3- (3' - -^V f-;bT ^ y 

^;ud<v?-r i \^^mmm (i o 6mg) '^m^. ^uizx e^mmnuzW:. 
m^msi tmmfDm'j^iz^-^xmmi. um<Dit^is^^2 9me. ik*3 5% 

^H-NMR (CDClg. 90MHz) -.61. 34 (s, 9 H) . 
4. 03 (s, 3H), 4. 06 (s. 3H). 6. 57 (d. J=5. 3Hz. 
IH) , 7. 2~8. 1 (m, 1 IH) , 8. 5 5 (d. J =5. 3 H z , 1 H) 

Kfi:^ffi^^ (FD-MS. m/z) :4 5 6 (M"^) 

2- (6. 7-v^y h^'>-4-^y'J>>l/) - 2- (4-7'n^:7x-Jl/) 7 
itB50 4-yn^-7i-;l/7-b h yjl/ (4. 3 g) h>'l^i> (1 0ml) 

\mmt. ovicim.^Tif-k^. 7mih± h^}:^i^ d. og) ^tesot 
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1. ^ ^ g ^ ■ 

(2. 2 g) =s:m?Li 5mrmwik. Ji^^&.mm^i'Ji^X'mthifzo mymm 
i- h oj^z'^^. mm^&i:U ^mi^'^-^^/m^^ti (2/1) t- 

JSg§*« >; ^ rfi^h"? D V K ^'•^ 7 ^ - K J; *3 JflM L> SS^^igj^- 
8 5 Omg. JK^2 2%r'^#fco 
^ H-NMR (CDC Ig . 90MHz) : 5 3. 66 (s. 3 H) . 

3. 8 0 (s. 3H). 5. 4 0 (s. 1 H) . 6. 7 4 (s. 1 H) . 6. 9 
~7. 4 (m. &H) . 8. 5 4 (a.' J = 4. 6H z, 1 H) 

litS^ffffi (FD-MS. m/z) : 38 2 iU") , 38 4 (M^ + 2) 

e. i-'}^ h4->-4- (4-7'p^7x^;U>^;U) 'J > 
^^'•J 1 6 1 T'^e>nfc 2 - (6, 7 - h + - 4 - + y 'J - 2 - 
(4-7'n%7x-;l/) 7-bh-h'J>'U (SSOmg) *6 0.%5lK7K^?g (5 

*L> ^^^^nu;h;bA/> ^J'y-;!. (10 0/1) -^=Sg^t5 -> ^ W:^ 
7A^nv |>rv7>f -^cJ:t)i|t$!^L^ SJlO-fk^i^^ 2 6 Omg. ]R^3 3% 

^ H-NMR (CDC Ig . 9 OMHz) : 5 3. 9 0 (s. 3 H) , 

4. 0 2 (s. 3H) . 4. 3 1 (s. 2H) . 6. 9-7. 5 (m. 7 H) . 
8. 6 3 (d. J =4. 4Hz. 1 H) 

KfiiW-tlfM (FI5-MS. m/z) : 3 5 7 (M"^), 35 9 (M"^+2) 
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T)i^>^m^y. mmmis2-c'^h>titz6, 7-vyh+v'-4- (4- 

yn^-7x-;uy > (2 5 Omg) t Kn7-7 > (4ml) 

JC?gft? t-7 8Vt X'}%m L /r^. 2 . 5 MCD n - zffJl U ^ -t? A^+1^ >if^£ 
(0. 3ml) ^jSTLlB^raiaii^^.Lyro ^{-N xh7tKu7-7> (1ml) 

-jcJ:i9ffiS3L. Mo{fc^«3^8 5mg. iR^2 2%T-?#^o , 
^H-NMR (CDC Ig . 9 0MH2) : 60. 7~1. 6 (m. 2 7H) . 
3. 88 (s. 3H), 4. 02 (s. 3H), 4, 34 (s. 2 H) . 7. 0 
~7. 5 (m. 7H). 8. 6 3 (d, J=4. 6H2. 1 H) 

{4- [(6. 7-v^;t h^./-4-^y ij;l.) 7x-;U} (4-t 

-y^;U7xJ^;U) /i'jy (162) 

llife««Jl 6 2T'^#in/r6. 7-v^v' h + i^-4- (4 - h U - n 
^j^;4-7i-;Uy f-;U) +y'J.> (8 2mg) ^ rUI5(D4- t -y^^^l/K^V-l' 
-'I'^'nUK (3 1mg) fciC/liiyifi© t'X ( b '17 x--'U'^:^7 >f .» /^'7 
't'A (II) ^'o'J K^r^'OQ.+wUA (3ml) Iw^JSLn Jn^^SIETN 1 S^Fa^ 

^^^^y/im:^^)\^ (2/1) T-)gggi--S»»^'ov h/77^ -|CJ:|9*| 
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m. U SSO^fc^^ 6 m g s JR^ 1 0 HT-mfZo 

^H-NMR (CDGlg. 90MH2) :<yi. 36 (s. 9 H) . 
3. 9 1 (s. 3H) . 4 . 0 3 (s. 3 H) . 4. 4 5 (s. 2 . 7. 6 
~7. 9 (m. IIH) . 8. 6 6 (d. J =4. 4 Hz. 1 H) 
Sfi^ifrfi (FAB-MS. m/z) :44 0 

N- (4-7;l/;j-o7 -N^ - {4- [ (6, h=^i^-4- 
^/'))V) ;t^->] ^;j-'^lxT (2 0 3) 

6. 7- v?y K + >'-4- (4-T$ y ^xZ + i/) +y 'J > (1 0 Omg) 
^h;Ux> (10 ml) {Cj!inlfe?§j^L/;:^s 4 -7;U;i-n7x-;l/f-;i->r Vi/T 
^-h (5 2mg) ^tin^, 2 4^PBm^iifEL/Cp M^®*L^ ^2i^^ n 
o4->;l'A/X:J'y-;l. (10 0/1) TTSm-^ 'J t^?^;!? 7 A o v h/^ 
-l;J:*3ltS!iLs^eo{b^'^^3 2mg. JR^^l^T^ffco 

^ H-NMR (DMSO-dg . 5 0 0MHz) : 5 3. 9 3 (s. 3 H) , 
3. 95 (s, 3H), 6. 50 (d. J = 4. 9Hz. IH). 7. 15- 
7. 2 5 (m, 4H). 7. 4 0 (S. 1 H) . 7. 4 7-7. 5 0 (m. 3 H) 
, 7. 5 9 (d, J =8. 6 Hz. 2 H). 8. 5 0 (d. J =5. 5 H z, 
IH) , 9. 8 0 (b r s. IH) , 9. 8 4 (b r s. 1 H) 
(FAB -MS. m/z) : 4 5 0 (M'^+i) 

1- (4-7;l/:^nVxj::;U) -2-i/7y-3- {4- [ (6. K 
^v/-4-^y W ;}-¥v^] Vx-;U} r7^v?> (2 0 4) " 
Hjit^Jl 6 5T'?f f>tiy::N- (4-7;U;tD7xr:;U) -N' - {4- [(6. 
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14 8 

h + '>-4-+y 'J;U) Tji-^b} t^t'yUT (3 3mg)s 

'JiyC^ u^^i/jlt!J\^^'i^>( i K (3 Img) ^ Mf^Mp -y^ VZfu^Jls.i-jl 
T ly^^mt/'f-Vy (10ml) JC^)SL/io CCjcTHF (1ml) 
Lyr->T:hiK(16mg) ^t^^W^X'-WAn L ?lf«K^f ^ L . 
f7uu-^.)\,U/ ii ^ J (1 0 0/1) -eJgggt-S v'J :^y;b^5A^'n-7 h 
/^^/^ -lc<k»?*t^Lv ^©{k^^^3 4mg. iK^9 9%T'?i/::o 
H-NMR (CDC I3 . 9 OMH z) : <5 4. 0 3 (s. 3 H) . 
4. 0 5 (s. 3H). .,6. 5 0 (d. J?=5.. IHz. :1H)-, 6.**8~ 

7. 6 (m. lOH), 8. 52 (d. J = 5. 3Hz. IH) 
KS^^^I (FD-MS. m/z) :45 7 (M"*") 

16 7 

N- (2-7;U;i-D7x-;U) -N^ - {4- [ (6. 7--:^^ h^->-4- 
^y'J;U) 7x~;U} f-;^';7l/7 (2 0 5) 

6, 7-v^y K + ->-4- (4-7iy7xy + >» 'J > (1 0 Omg) 
^K^Ujo (10ml) \zWmf^\^i^'k^ 2-7-/b3}-n7i~;l/5^;j-'<V>'7 
(0. 0 5ml) 'S-Jnx.. 2 4I^P^ItIDlSfcSiifEL/Co ^Ji^S*L> ^^i^ 
^'aD:^;^A/;/:^y-;^ (lOO/l) TSBat^ -^U ;^y/l':^5A^n-7 h 
-iciil^mSliL. gM©{b^^^6 6mg. 1R^4 2%T-^f^o 
^H-NMR (CDClg . 9 0MHz) : <5 4. 0 3 (s, 3 H) , 
4. 0 5 (s, 3H). 6. 5 3 (d, J = 5. 3Hz. 1 H) . 7. 1~ 

8. 0 (m. lOH). 8. 53 (d, J = 5. IHz. IH) 
Kfi^^^fil (FAB-MS, m/z) : 4 50 (M^+D , 
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1- (2-7;U;»-D7x.=:;U) -2-'>7/-3- (4- [ (6, 7~'J/ h 
dr i/ - 4 - 4 yj ->] 7 31 r.;!/} r 7~ > (2 0 6) 

I^^Jl 6 7-e?#t.tiy^N- i2-:?)Vtuy s.:z.}l) -N' - {4- [ (g, 
7-v?y h4v'-4- + y 7 x^;U} ^jJ^-^zUT (4 2ing)^ 

v v/^ n^s^ i K (3 7 in g) s /iijS^fiO i^-f y 7°n e^iUxf-;!, 
7 i y^m^^ f - U > (10m 1 ) z:Z\zTY{ F (1ml) {zmm 

L/;:v/7:H$ K (2 Omg) ^rmmiaT'-%«J$ t /Co ?§j«^S*L. ^^t^ 
^'an:hjl/A/'p< (10 0/1) T-jife-f-S :^ W^^^A^' ov h 

7 - {C ct 19 ItSi L. mmoit^^ 4 1 m g . TO 9 9 %T-?i/:o 

■'■H-NMR (CDCIg. 9 OMHz) : 6 A. 04 (s. 3 H) . 
4. 0 6 (s, 3H). 6. 5 3 (d. J = 5. 3 Hz. 1 H) . 7. 1~ 
7. 6 (m. lOH), 8. 47 (d, J = 5. 3 H z. 1 H) 

M^^^(FD-MS, m/z) :4 5 7 (M"^) 

^^^J 16 9 

N- (2-y h4^i/7x-.>U) -N' - {4- [ (6. h^>-4- 
^y'J;U) 7x->'U} f-;^';7l/7 (207) 

6, >W-4- (4 -7 $ / 7x>^-/) +V 'J > (1 0 Omg) 

^ h ;Ux > (10ml) {Ct)nM?Sjl?t tzm^ 2 ^ / h 4 7 x -;U^;t V i/ 7 
i-h (0. 0 5ml) ^rm^ 2 il^toiiijtait^o ^jSE^ 

^uzjt^jiA// >/-;u (1 6 o/'i) ^Mii^si/y i> 

•^H-NMR ((:bfc Ig . itfMHz) • ^6 (s, 3 H) , 
4. 0 4 (s. 3H) 6B>'U.' 3 k) . ef 5^ (dl J =5. 3 Hz. 
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IH). 6. 9-8. 1 (m. lOH). 8. 5 2 (d. J = 5. 1 H z, 1 H) 
OT53-tFf{i (FAB-MS. m/z) : 4 6 2 (M'^+D 'r ^ 

mmm 17 0 

N- (2-;^^^b7j.-;b) -N^ - {4- [ (6. T-'J/ h^'>-4-^ 

y'jji/) :t^->] 7x-;i/} ^>j-';7U7 (2 0 9) 

6. h + >'-4- (4-7^ >':7xy + -» +yu > (8 Omg) ^ 

h^l'X^ (1 Om.I) {w»ni\^A?Ucmv 2 ^JW7.x-;Uf^:^r-f^ ,^T*- 
b (0. 04ml)^jDX.^ 2 4I^TOJSfcBgitLfCo fif|l«rS*U ^^If-^' o 
o;^;UA/y (10 0/1) '^M^t^'y')tjYJli3'7l.^u-^hiry 

7 -{iJ: »)iltSS!L> ^Sffl^b^!^^ 3 1 m g. JK^2 6 ^-^r^fco 

^H-NMR (CDC Ig . 9 0MHz) : 6 2. 3 8 (s, 3 HX . 
4. 03 (s. 3H) , 4. 04 (s. 3H). 6. 5 0 (d. J = 5, SHz. 
IH), 7. 1-7. 8 (m. lOH). 8. 50 (d. J=5. 3Hz. 1 H) 

Kfi^^M (FD-MS, m/z) :4 4 5 (M'*') 

17 1 _7 

N- (3-y ^;l^7x-;l>) -N' - {4- [(6. 7-':^^ h^'>-4-^ 
y U;U) ^4^'>] yj^^Jl) ^;t'>l/7 (2 11) 

6. 7-vy h + v/-4 - (4 -7^ / 7i/^i/) 4^/ 'J > (8 I m g) ^ 
(lOml) izmmmmtit'^. 3-yf-'U7x-;l/f-;i--1'7J/7^- 
h (0. 0 4m 1) «-Jn;i> 1 5^r^Jnl?!ia^l^/;:o j^i£|f f*L^ B.^^^ n 
a+wUA/y rJ^y-^V (1 0 0/1) r'mMi-i>'y*)PYJ^^7-h^^T^i^^ 
7 / - ir i fr)!^!!! ti. ; ^Oit^^ 6 6-m g v JR^ 5:5 9^-e#y;:on 

^H-NMR (CDC 1, . 9 0 MHz) : 5 2. 4 0 (s. 3 H> , 
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4. 03 (s, 3H). 4. 05 (s. 3H), 6. 52 (d, J=5. IHz. 
IH). 7. 1~7. 8 (m. lOH). 8. 5 1 (d. J = 5. 3 Hz. 1 H) 
«S^«T<i ( F D- M S . m/ z ) : 4 4 5 (M ) 

1- &-;f^)\.y:,.-;U) -2-y7y-3- {4- [(6. 7--:y/h^ 

;t^->] 7x-;U} rT~i^> (2 10) 
^fig^Jl 7 OT-|§t>*l/cN- (2-y ^;l/7xJ^;l/) -N' - {4- [ (6. 
r-i^;< h + '>-4- + y 'J;l-)>+v] y:^~M f-;t'i;U7 (2"4mg) , 
'JyC^a^^i/jlijJl^^i^^f i K (4 5mg) ^ MiiiOi^W v:/d t';bjii^;l, 
>^i^fb;'f^U/> (7ml) {w?§)SL/Co CCtcTHF (1ml) izmmi 

fziyji-i K (28mg) t:m^m^x^-^m.wLtio mm=^w^u, mm^^ 

on*;UA/y rJ'Z-^U (1 0 0/1) TSISI-^ •> 'J A □ v h / 

77^ --{c«i;Oi|S£JU SSO^b^i^?-! 8mg. ^R$7 6%T^#y=o 

^H-NMR (CDC Ig . 5 0 0MHz) :(52. 36(s. 3H). 
4. 03 (s. 3H). 4. 04 (s. 3H). 6. 46 (d. J=5. 5Hz, 
IH) . 7. 3 0-7. 4 5 (m, 9 H) . 7. 5 0 (s. 1 H) , 8. 4 9 
(d. J=4. 9Hz. IH) 
»fi:^«fM (FD-MS. m/z) : 4 5 3 (M*^) 

IIS^Ml 7 3 

1- (3-y^>>t/7x.r.;|.) -2-'y7J -3- {A- [ (6. 7--^^ 
v'-4-¥y U;U)>^V] /7->?> (2 1 2) 

^ii^Jl 7 l-eJit)nyrN- (3 -y ^;l/7a:-;l.) -N' - {4- [ (6, 
h + v'-4-+y ^)Jl) t^'y] 7jiJi;U} >Ji-'>^T (I Smg) ^ 
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n^4^->;U:^ ^ K (3 5 m g) . ^mMcD-J^ yfu HjUji-^ji 
Ti>=^^it^^lyy (6 ml) izmmtfio C CJcTH F (l.m 1.) iz^mt 
fzvTi-i K (2 3mg) ^Jra^Mza-e-HfeflHf L/Co ^ISE^SiU mm^^ 
Do*;i.A/;< (100/1) -^Jgiai-S > U d-7 h r 

77^ -{cJ:«5ffiMU Se©{fc^^^l 9mg. iR¥9 5%T-?#yio 

^H-NMR (CDC Ig . 5OGMH2) : 62. 38 (s, 3H) . 
4. 03 (s, 3H), 4. 04 (s. 3 H) . 6. 48 (d. J = 5. 5H2. 
1.H) , 7.. 1.0~.7. 4 5 (m. 9,H>.. 7. 5 1 (s, 4H).^8. 4 8 
(d, J = 5. 5H2. IH) 

(FD-MS. m/z) :4 5 3 (M"^) 

17 4 

4 - fc Ka^->7x— >>U 3 - h ■) 7;l/;t-a7^4^■>7x— >>U ^ h > (#%^]) 
l|j6fe0>J2 2-e?i^4- h 'j -n-y5^-'bf->- 1 h^iy / "^-Jlv jl y -Jl 
(1. 3 g) <i:miSS®4- (h •J7;l/:^Dy h + Ov'-f^U i^onO 
W^b^DiJ K (6 7 4mg) ^^ua^.}\.A (5ml) {cr§<BL. rfTBSn°D©t' 
X (h 'J7x^-'^5^^X7^ » /N'^e^-i^A (I I) ^nU K (Smg) ^An> 

(2. Og) ^x>^ t Ko77> (4ml) {w?gft?$-li:, tK (5m I ) <>: 6 N 

mM^i$m (15ml) ^isa^x smmi^mitzo sjei^^^-Tki □ n:^> 

Sfi^ff€(FD-MS. m/z) :2 82 (M"^) 
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mmmi 7 5 

( 4 - ') n h^'yy x -./U) ( 4 - C ( 6 . 7 - V b ^ - 4 - 
^^.U^U) :t^i/] 7x^M '/^ > > -(2^8 4) 

Ulil 1 IX-mt^i-t Ko + ->7i^^U 3 - h 7;U;J-o;t-+</7xJ^ 
>'U y h > (5 8 1 m g) imBgo^n© 4 - i^^ ^ f^.'bT ^ y t' 'J (2 77m g) 
V/ U > ( 2 0 ra 1 ) '-.AtLs 7 3' >^i5KTMSEf'i^# L /;:o 1 4 - 
i7nD-6; 7-v>V h + 'J > (46 0mg) ^Jnx.> 24e#ram^^ft 

^^-y- >/S^i?x^;l/T-gga L^:^. o d ;^;l.ATJgggt S •> 'J ti^')\, 
i>av Kr77^ -ICckt)*!®!^. Mtwi'uot^^UA/i^i^jL^yb (5/1) T- 
SBai-iWii/ 'J ^^y";!^^' h 7^ -fz JcVrn^ Ls 
4 7 0 m g . 4 9 %T-?iyt o 

^H-NMR (CDC 1 3. 5 0 0MHz) : 54. 03 (s. 3 H) . 
4. 07 (s, 3H), 6. 66 (d. J=4. 5Hz. 1 H) . 7. 28 (d. 
J=8. 5Hz. 2H) . 7. 35 (d. J = s'. 7Hz. 2H)\ 7. 46 
(s. IH) , 7. 4 7 (s. IH) , 7. 8 9 (d, J =8. 5 Hz, 2H) , 
7. 92 (d, J=9. 2Hz. 2 H) , 8. 59 (d, J=4. 5Hz. 1 H) 
OT^^ffi (FD-MS. m/z) :4 6 9 (M^) 

mmii 6 

4-;< h 4- 7x^:^/1/ 4-3-K7x~>>l/ » h > (##glj) 

r}flSn°aO- h D y > (1 Om 1 ) mBRD°D07-V->U (1. 0 8 g) t 

A (I 1 I) hU7;l/;ro;«:^>;^;U:hV-V (6 2 Oii^e) "^^^ 6 0°C{c 
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H*5>tffffl (FD-MS. m/z) rSSSCM"^) 

mmm m 

lim^Jl 1 9T''ft/c4-y h + '>7a:J^;U 4 - 3- K7aiJ:i>iU 
(7 2 2mg) <&>?^ any rJ' > (20ml) izigML. tK^TI. OM*"n> 
h 'J ^ K - 'J^na;< ^>m^ (9m\) ^Jta^. m^g't'ajf Lfep 1 

^ b^tl^ 380mg. fK$55 

^H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 89 (d, J = 
8. 6Hz. 2H), 7. 44 (d. J=8. 5Hz, 2 H) . 7. 65 (d, 
J=8. 6Hz. 2H). 7. 92 (d. J = 8. 5Hz. 2 H> . 10. 4 7 
(s, IH) 

KS^^tfffil (FAB-MS, m/z) :3 2 5 (M^ + 1) 
^^17 8 

{4- I (6. 7-vy *) Jl') ^^'>] :7j.-M- (4-3 

- K7 x->>b)- / 9 / :^ (2 8 5 ) 
r)l-:iy%mT. HJteMl 2 0T'?i/r4-t Kd + v'7x.:^;U 4-3-^7 
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iJi;U >r h> (3 8 Omg) t4-y/^Jl7i J b°'J (1 5 8mg) ^ 
+ U > (11ml) c|3-vAn^^'#!tJ$ L /Co 2 B^Fai^ 4 - o d - 6 , 7 - 
•J.^ h + + y 'J :/ (2 6 2m g ) <£• Jn^; l Mlftjigk t^o IfTv?! 

^''7 7^-{cJ:^)1ISS!^^ MlC^:' a 0 7h;L.A/t^i?x^;L> (5/1) TSKt-S 

^H-NMR (CDC 1 3, 5 0 0MHz) : <5 4. 03 (s. 3H) . 
4. 07 (s. 3H) , 6. 66 (d. J=4. 9Hz. 1 H) , 7. 27 (d. 
J =7. 6Hz. 2H). 7. 4 6 (s. 1 H) . 7. 4 7 (s. 1 H> . 
7. 54 (d. J=8. 6Hz. 2H). 7. 88 (d. J = 7. 9Hz. 2H) 
. 7. 90 (d. J=8. 6Hz. 2 H) . 8. 5 8 (d, J=5. 5Hz. 1 
H) 

M3>tlT{i (FD-MS. m/z) :511 (M"*") 
lliS«?iJ 17 9 

4 h4r'>7xx;i/ 4-yp^7x~;b '^r h > (##^) 
migSiO-huy ^> (1 Om 1) maSiSOT-V-;!/ (1. 0 8 g) i 

rfT|gD°a©4 -7'o*<>y*^;U^' o 'J K (2. 2 0 g) iiiiBR^?,©'^ y T-^ut'-i? 

A (I I I) h'J7;U;i-ny:J'>x>'l/t^4^-h (6 2 0mg) ^Jfl^^ 6 Ot:iw 
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1 . 6,5 .IX^ 5 7 

^ H-NMR (CDC 1 g. 5 0 0MHz) :5 3. 8 9 (s., 3H). 6. 

9 7 (d. J =8. 6Hz, 2H), 7. 62 (d. J = l. 8 H'z. 2 H) . 

7. 62 (d. J=l. 8Hz, 2H), 7. 80 (d, J=9. 2Hz, 2H) 
M5>tff{it (FD-MS. m/z) :2 9 0 (M"^). 2 92 (M'^ + 2) 

m&mi 8 0 

^^mi 2 2'Cmtz4-/ h^'yy j^-Jl 4-zfu^y 
(1. 6 5 g) ^;:^"^nn^j5'> (2 0ml) l'^)SL. 7K?^T1. OM^^a> 
h'J T-n^ K-v^^ooy :J'>f§Jg (2 3ml) ^Uo^. mS*«^Lfco 

Oit^^ 1. 3 4 W8 S^-e'fi/To 

^ H-NMR (DMSO-d g. 5 0 0MHz) :56. 9 0 (d. J = 

8. 5Hz. 2H). 7. 61 (d. J=8. 5Hz. 2 H) . 7, 66 (d. 

J =8. 6 Hz. 2H). 7. 7 4 (d. J =8. 5 Hz. 2 H) . 10. 4 6 
(b r s, IH) 

(FD-MS. m/z) : 2 7 6 (M"^) ,2 7 8 .(M'^+2) 

11^01 8 1 

(4- I (6. 7-v>V b^->-4-^7 'J;U) 7x-M C4-7' 

n%7x~vt^) y > (2 8 6) . - 

TJlzfy^my. nmmi 2 3T'#^4-t Ka+v/7j.-;l' 
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^+ <> U > (37ml) ^^AtVMr^tpmwlfZo 3 oMt4 -^ d n - 6 , 7 
-i^y h^-V+y U> (9 5 4mg) ^JQ^. ieftk*&@glEL/iSfe4>S^t/^ 

u^.Jll./mW:i-i-)l (5/1) TrMgg-r'5^M->'J;^y;l/^nv - 
{cil^fl^U ^m<Dit^m'5:l. 5 7 4 iK^7 9%T?i/;:o 

^H-NMR (CDCI3. 5 0 0MHz) -.5 4. 05(s, fH). 
4. 06 (s. 3H). 6. 66 (d. J=4. 9H2. 1 H) . 7. 27 (d. 
J =8. 6 Hz. 2H) , 7. 4 6 (s. 1 H) . 7. 4 7 (s. 1 H) . 
7. 65 (d. J = 7. 9Hz. 2H). 7. 70 (d. J = 8. 5Hz. 2H) 
. 7. 90 (d, J=8. 6Hz, 2 H) . 8. 58 (d. J=5. 5Hz. 1 
H) 

KS^tFfig (FD-MS, m/z) :4 6 3 (M"*") . 4 6 5 (M'^ + 2) 
18 2 

(4- [ (6. 7-xy h4-->-4-^y U ^1^) >r^->] [4- 
(N-y f-^Ufa'^^-:^/) 7x-;l/3 ^:$^y> (2 8 7) 
T;U3*>mflET> 2 3T'?§fc4- t Kn + ->:7x^;i. 4-^0^7 

ii;L, (2 3 2ing) ^ h;Ux:/ (5m 1 ) ^j-^Xtls MJCrfJiSaoN 

-y>Vl/f^5-:^> (6 Img) s :^K'J'^A t h + v/ K (6 7mg) ^ 
fx (hU7xx;U*X7>f /N'^v^-i^A (I I) ^'o'J K (7mg) ^IshtL 
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^ H-NMR (CDC 1 g. 5 0 0MHz): (5 2. 3 7 (s. 3 H) . 
2. 5 8 (t, J =5. 5 Hz, 4H) . 3. 4 1 (t. J = 5. 5Hz, 4H) 
. 4. 04 (s. 3H) , 4. 06 (s, 3H) . 6. 6 3 (d. J=4. 9H 
z, IH), 6. 92 (d. J=9. 2Hz, 2H). 7. 25 (d, J = 
8. 5Hz,. 2H) . 7.. 4 5 (s,. 1 H) . 7. 5.1 (s. 1 H)^ 7. 8 1 
(d, J=8. 5Hz. 2H) . 7. 87 (d. J - 8. 6Hz. 2 H) . 
8. 5 6 (d. J =4. 9Hz. 1 H) 
SS^^tfffit (FD-MS. m/z) :4 8 3 (M"^) 

mmm i s 3 

{4- [(6. 7-vy h4^->-4-^y'J;0 ^4^->] ^j.-;!/} [4-^ 
y 7x-;u] (2 8 8) 

jt-JU >r h > (2 3 2mg) ^ h;Ux> (5m 1 ) *-^An> MtwrfffiSao^- 
^U^'J^ (5 2mg) . :hh'J'>A t-^h + v/K (6 7mg) . fciX ( h U 
7x-;l/;f^X7>f » ^<yi^<tpJ* (I I ) ^ p '/ K (7mg) ^jD^y;i^> 
1 0 0tt|3 1 Bfeiti$ L/co SCvS^'fei^fiS?ni^{b:H> ij rt, ATKr^j&i p p-t^;u 

i^^.b tiy^^^i^-. p p *;Uis/I^S?Jcf- ;u (5/1) T-Jggat- •> 'J 
^ y ;U ^ n ^ K /7 7 - |i i !9 ifISS L s ^SO^b^^r 32mg,JR$149^ 

^ H-NMR (CDC1„. 500 MHz) :53. 34 (t. J=4. 9B 
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z. 4H) , 3. 8 8 (t, J =4. 9 Hz. 4H) . 4. 0 4 (s. 3 H) . 
4. b? (s, 3K). 6. 64 (d, J=5. 5Hz, IH), 6. 92 (d. 
J = 9. 2H2. 2H) , 7. 26 (d, J=7. 3Hz, 2^. 7. 8 3 
(d. J=9. 2Hz, 2H) , 7. 8 7 (d. J=8. 5Hz. 2H) . 
8. 5 6 (d, J =5. 5Hz. 1 H) , 7. 4 9 (s. 1 H) . 7. 5 1 (s. 
IH) 

nma^mm (f d -m s. m/ z ) : 4 7 o cm"^) 

ll«18 4 

(4- [ (6. 7-v>V h^v/-4-^y U^l>) ;t^'>] 7^-;U} [4-b° 
n M v^y 7x->>U] (289) 
7-'U=3'>k^ltTx HJfsWl 2 3-e'fl/::4- t Ko^v/^i^^L- 4-^0^7 
-[r h^ (2 3 2mg) <£-I>;1/ji> (5ml) ^^'^Atis MtcrfJlgp°p0 h° 
n > (4 3 m g) . 'J A t h + -> K (6 7m g) . h'x ( h U 
7xi;U^.x:7^ » vN^v^-^A (I I) ^aU K (7mg) ^ta^iz'^s 1 0 

55-11^. ^uat^jiAM '^mTmm-^ ^' •> -> a r-^iti l fzo imrmm^i:'^ 

libtl^c^^^. ^'nD;fol/A/S^g?i^;l. (5/1) TJl§^-r^^M->'J*^' 
;U^'Dv h^''^^^ -{cJ;|9fSS!L. g^®{k^i!^^4 5mg. JR$2 0%T-?| 

^H-NMR (CDG lg. 50 0MHz) : 5^. 0 5-2. 0 8 (m. 4 
H) . 3. 3 8-3. 4 1 (m. 4 H) . 4. 0 4 (s. 3H) . 4. 0 6 (s. 
3H). 6. 5 7 (d. J = 9. 2Hz.'2h!». 6. 62 (d. J =4. 9H 
z. 1 H) . 7. 2 4 (d. J =8. 6 Hz. 2H) . 7. 4 5 (s, 1 H) , 
7. 5 2 (s. IH). 7. 8 2 (d, J = 9. 2 Hz, 2H) . 7. 8 4 (d. 
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J=8, 5Hz, 2H) . 8. 55 (d, J=4. 9Hz. 1 H) 
KM^^fil (FD-MS. m/z ) : 4 5 4 (M^) 

(4 - E (6, Jl') 7 J.-M [A-f 

^V'Jjyj.-Ji:] (2 9 0) 

:t.=^)V h > (2 3 2m g) ^ b .'bJ:- > (5 m 1 ) ^^^Atl. M{^BSi?d© f 
v> (5 Img) . h U -^A t -yV^^yV (6 7mg) . fx ( S >; 
:7iJz.;l,^7L3'> >) /■?7v>':7A (I I ) i'o'J K (7mg) ^iiU^fzWi^ 

1 0 0 1:* 1 BJ6^i$ L/co m^m^^mm)^ v >; ATk^i^i □ n ^hs^u 

<;>nfc^-^*> J' n D ;U A/SlF^xf^ ;U ( 5 / 1 ) Tlgl^l- 5 ^€ •> U 
ff A.^ u V b 7 7 ^ - J; t) ItSJ} L s gpo-f k^tl^ 7 5 m g . JK^ 3 2 % 

T?§^o ^, 

H-NMR (CDC 1 3. 5 0 0MHz) -.61. 68 (b r s. 6 H) . 
3. 3 8-3. 3 9 (m, 4H). 4. 04 (s. 3H), 4. 06 (s. 3 H) 
. 6. 63 (d. J =4. 9Hz. 1 H) . 6. 8 9 (d. J =8. 6 Hz. 
2H) . 7. 2 5 (d. J =8. 5Hz. 2 H) 7. 4 5 (s. 1 H) . 
7. 5 2 (s,^ IH). 7. 8 0 (d, J =9. 2 Hz. 2H). 7. 8 6 (d, 
J = 8. 6Hz. 2H>. 8. 5 6 (d, J=4. 9 Hz. 1 H) 
,(FD-MS. m/z) :4 68 (M"^) 
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mm 1 8 6. 

N- (2-/ h^i/-4-b'7x^;l/) -N^ - (4- [ (6. . 7-PV 

4 -df-j gvuXTT^y/] 7x-;U} r^ ur (2 2 2) "f^ 
6. 7 - - U-TX J -y + y ( 5 2 m g) 

h;l/i:< (5 ml) {iML> Y ^) )\^7 \ y ^1^7Lfz%.^ h 'J 7 

(52.mg) ^]!ia;t. 2 r^-fsmt^ii^S L fcp 2 - h + ->-4 

-\L-y s.-)\,7\ > (1 0 3 rag) ^5n;l. 1 3 ^r^m^ig^S L ;to ^Mfc^ 

n:i-x;bA/7-tr h > (10/1) -Q^^-ti>vn t>>f A^ij^ h.'p u-^ Y f'y-J ^ 
- tw J; t) mS! gJg©{b^4^?^ 8 9 m g . iR^ 9 8 %Tl^y::o 

^H-NMR (CDC 1 3. 5 0 OMHz) : (5 3. 6 7 (s. 3H) , 
4. 0 0 (s. 3H) . 4. 04 (s. 3H) . 6. 44 <d. J=5. 5Hz, 
IH). 6. 86 (d. J=8. 5Hz. ] H) . 7. 10 (d, J = 8. 6H 
z. 2H). 7. 21-7. 37 (m, 4H). 7. 43 (s, 1 H) , 
7. 5 3-7. 5 9 (m. 5H), 7. 7 9 (s. 1 H) , 8. 4 1 (s. 1 H) 
. 8. 48 (d. J=4. 9Hz. 1 H) . 8. 53 (d. J = 2. 4Hz. 
IH) 

^S:a-W^i (FD-MS. m/z) :521 (M^) 
Wm\l 8 7 , 

N- (2. 6- -:>-Y7yab:;b7^-.'U) -N^ - (4 - [ (6. 7 - h 
+ i/-4-^y'J>'0 ;j-4^'>] 7x-;U} ■t/UT (2 2 3) 
6. 7-9'y h + :/-4- (4-7 ^ ^ 7xy +•» U > (5 ^mg) J& 
(5m 1) {iSSt. h •Ji5^-'U7 $ > (Im D^tn^fc'^^ H; 7 
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'^X^"> (5 3mg) ^m^. SMIJQimMlfZo KmHz2T 6 - VZf 

D b';i>7 - ij > ( a. di 5 m 1 ) - 1 5 ^^Faijta.^ii^s L mi^miz^m 

* ;b A/ 7 -fe h > (1 0 / 1 ) -ett-^ 5 ■> 'j 7^ ;^ 7 A □ ^ ^ -7 ^ _ 
J: «9 fISi Lx Mo^birtf ^ 6 9 m g . iRi^^ 

^H-NMR (CDC 1 3. 5 0 0 MHz) :o]. 2 6 (m. 12H). 
3. 3 9 (m, 2H) . 4: 0 3 (s, 3H) , .4- 0 4 (s. Vli> . 
6. 0 9 (b rs, IH) , 6'; 2 8 (brs. ] H) , 6. 4 2 (d. J = 
5. 5Hz. IH). 7. 0 8 (d. J = 8. 5 Hz. 2 H) . 7. 2 6 (m, 
IH), 7. 2 9-7. 4 0 (m, 5 H) . 7. 5 3 (s. IH). 8. 4 6 
(d. J =4. 9 Hz. IH) 
K«5^tlTii (FD-MS. m/z) :4 9 9 (M"^) 

mMkm 18 8 

N- (2-^ao-4--ho7jL-;l/) -N" - {4- [ (6. l-'J/ h 
4^v-4-4^y ij;l.) ;t4-->] ^xJiM '^1/7 (2 2 4) 

6, 1 h^iy- 4- (4-7 i y + » +y 'J > (l 0 4mg) 
<£-h;l.x> (10ml) <cMrif)» L /c#x 2 - □ o - 4-- n 3^ j.-^U-r 
V >7^- h (1 5 Omg) 1 0 5^F»«^«-«t L /Co tftdi LT^y^ifSfa 

L X h -lUx > ^ZtiZXi) ^mcDit^^^ 1 7 2 m g C » 

1 od%-e'#yro 

^H-NMR (DMSb-d g, 5 0 OMHz) : <5 3. 9 4 (s . 3 H) . 
3. 9 5 (s. 3Hy. 6. 4 6 (d, J=5. 5 Hz, 1 H) , T. 2 4 (d. 
J = 9. 2Hz. 2H). 7. 38 (s. 1 H ) . 7. 5 1 (s, 1 H) . 7. 
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62 (d. J=8. 6Hz. 2H). 8. 2 3 (m. 1 H) . 8. 35 (m, 
IH) . 8. 4 6 (d, J =5, 5 Hz. 1 H) . 8. 5 7 (m, IH) . 
Sr 8 4 (b r s, 1 H) . 9, 8 5 (b r s. 1 H) 
Hfi^tfrM (FD-MS. m/z) :4 94 (M"^) . 49 6 (M'^-h2) 

^Jfe^J l 8 9 

N- (3-^oD-2-y h^v-7x^;l/) -N^ - {4- [ (6. 

h^'>-4 -^y ';>>b) 7f^->] 7x-;u} e^uy (2 2 5) 

6, 1 -'J:^ V^'y- A- (4 -7 ^ ^ V*/ + i/> ^7 U > (5 Smg) ^ 
h;l/Ji> (5ml) {cM^j^L/c^. ^ V^iyy 

•>7 - H ( 0 . 1 m 1 ) ^M^. 2 2 ^JralMiliiit L ^ a d a 
/T-feh^ (10/1) TS§i-rSv/U^'yVU:^7A^nv h/^^-f 
mmoit^^^^ 7 5 m g . iR^ 8 0 %vmtZo 

^ H-NMR (CDC 1 g, 5 0 0MHz) :<5.3. 7 3(s. 3 H) . 
4. 0 2 (s, 3H). 4. 05 (s, 3H) . 6. 4 7 (d. J =5. 5Hz. 
IH), 7. 0 1-7. 0 6 (m. 2H). 7. 1 5 (d. J =8. 5 Hz. 
2H) . 7. 4 3 (s. IH). 7. 5 2 (d. J=9. 2 Hz. 2 H) . 
7. 5 7 (s, IH). 7. 8 1 (s. 1 H) . 8. 16-8. 19 (m. 2 H) 
. 8. 5 0 (d, J =5. 5 Hz. 1 H) 

MS5^tffffi (FD-MS. m/z) : 4 7 9 (M"^) . 4 8 1 (M;^+2) 

N- {2 -C^ un - 6 - ;t i-jly -W - {4- [ (6. 7-i>y h 

^'>-4-^/ 'J;l/) ^^'y] 7x-;U} (2 2 6) 

6. 7-v?/ h^iy-A- (4 -7 ? y 7jLyf;» +y 'J > (5 2mg) ^ 
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h > (5ml) iztQ^mm I tz^^ 2-^'Do-6-y^;l'7x v •> 
T^-> (0. ImD ^Jnx.. 1 TOTMiS^ftL/Co tfrailTi/c^^Bli^rjg 

^H-NMR(DMSO-dg. 500 MHz) -.6 2. 28 (s. 3H). 
3. 94 (s. 3H). 3. 94 (s. 3 H) . 6. 43 (d. J = 4. 9Hz. 
IH) . 7. 1 8 (d. J =9. 2 Hz. 2 H) . 7. 2 0-7. 3 6 (m. 3 
H) . 7. 38' (s. IH), 7. 52 (s. IH). 7. 59 W. J=9. 
2Hz, 2H), 7. 98 (s. 1 H) . 8. 45 (d. J=5. 5Hz. 1 H) 
. 9. 0 3 (s. IH) 

ISM^m^ (FD-MS. m/z) : 4 6 3 (M"^) .4 6 5 (M'^+2) 

91 

N- (3-:?^np-6-pt Y^i/y -N' - {4- [ (6. 7-i^y 

h^v/-4-4/ 'J;l/) 7x~;U} '^U7 (2 2 7) 

6, 7-':>-;' V^v-A- (4-T^y7iy + -» +y "j > (5 2mg) <^ 
h;l.x> (5ml) lwM^)i?L:fc^> 3-^Da-6-y h + i/^ x Jii^b-f V 
i/7^-V (lllmg) ^m^^ 2d9tm\mmiLfZo'^^^^ 
/7-bh> (10/1) -C-S§i-r-5->U:^y;U;!77A^ h^*57 ^ -(C<fcD 
ffiSaLs SM©>fb^^^8 4mg. IR^I 0 0%T"^ifco 

^H-NMR (CDC 1 g. 5 0 0MHz) : <5 3. 6 0 (s. 3 H) . 
3. 99 (s. 3H). 4. 05 (s. 3H). 6. 46 (d. J=4. 9Hz. 
IH) , 6. 6 9 (d; J =8. 5Hz. IH) . 6. 9 0 (m, 1 H) . 
7. 11 (d, J=9. 2Hz. 2H) . 7. 4 2 (s. lH).-f. 5 3 (d, 
J =8. 5 Hz. 2H) . 7. 5 8 (s. 1 H) . 7. 8 2 (s, 1 H) . 
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8... 3-2 (m. 1 H) , 8. 4 8 (d. J = 5. 5Hz. IH). 8. 52 (s. 

1,H),, ^ . , . 

km^^m (FD-MS, m/z) V 4 7 9 (M"^) . 4 8 

19 2 

N- (4-^oa-3-- ho7x-» -N' - {4- [(6. 7 - ^ ^ 
^'>-4-^y ;t4^->3 7x.:::.;U} -^UT (2 2 8) 

6. 7-i^;i (4-T$ y7xy + -» +y 'J > (5 2mg) ^ 

h i > (5ml) IC JoM^jS L fz'^^ 4-^^ap-3-^>n y^zs^jl^ V 

(22 4mg) ^ija^. S^fm^ljammmLfzo miT^fzf^^B^^im 
L. H ^l/i >T25fe^-r S Z i M J: 0 M®{b^1^!J^ 1 2 5 m JRS^ 7 5 

■^H-NMR (DMSO-d g, 5 0 OMHz) : 5 3. 9 3 (s, 3 H) , 
3. 9 5 (s. 3H) . 6. 4 6 (d. J = 4. 9 H z. 1 H) , 7. 2 1 (d, 
J =8. 5Hz. 2H). 7. 3 8 (s, 1 H) . 7. 5 1 (s. 1 H) . 
7. 6 0 (d. J =8. 5Hz,, 2H), . 7. 65 (s. 1 H) . 7. 67 (s. 
IH) . 8. 3 1 (s. IH) , 8. 4 6 (d. J =4. 9 H z, 1 1|) , 
9. 0 1 (s. IH) . 9. 2 7 (s. IH) 

HS^tffffi (FD-MS. m/z) :4 6 3 (M^) . 46 5 (M'*' + 2) 

^^J,19 3 , 

N- (2. 4--:>'^ng7ji-;l/) -N^, - {4- [ (6. 7--:;> >^v/- 
4-^J^)Jl) ;j-^'>] 7jL->>t/} ';7 1^7 (2 2 9) : 

6. 7-->Vh + v'-4- (4-75 y 7xy^i/) +/ IV (5^3mg) ^ 
h;bx> (5ml) {zm^i^mifz'ik^ 2, 4--:^^D07x-;l/^ vi^T;?;- 
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h (1 1 5mg)^jta^. 2o^rsmmmM[.fzo ^itiLrntzm^^mmu 

h Jlx. yX'imt ZZtK^K) M®<t^^^ 7 4 m g . JR* 8 5.%-C=?^fco 

^H-NMR (DMSO-dg. 5 0 0MHz) :d)3. 94 (s' 3 H) , 
3. 95 (s. 3H), 6. 45 (d. J = 4. 9Hz, 1 H) . 7. 22 (d. 
J =8. 6Hz, 2H) . 7. 3 9 (s. 1 H) . 7. 4 0 (m. 1 H) . 7. 

5 1 (s. IH). 7. 5 9 (d. J =9. 2 Hz. 2 H) . 7. 6 2 (m. 1 
H) . 8. 21 (d. J=9. 2Hz. 1 ri) . 8. 40 (s. 1 H) . 8. 4 

6 (d, J =5. ^Hz, IH) , 9. 5 6 (s. 1 H) - 
M^WCFD-MS, m/z) : 4 8 3 (M"^) 

^ia]l9 4 

N- (2. 6--:^:^op:7x— ;U) -N^ - {4- [ (6. l-'J/ h^v- 

4-4^y'j;u) ir^'^^ 7x^;W -^ur (2 3 0) 

6. 7-i^y l^4^->-4 - (4-7 57 7 + » +y 'J > (5 2mg) ^ 
h jl/jc > (5ml) \ztsmt^f^Lfdk^ 2, Q-i/^aay V 'yT^- 

V (i25mg) ^ua^^ i2i^fi[immm:uzo ^sx^Lx^fzm^B^iSMU 

Y jix. ynik^t i>z.tKXi) mmowL^m^ 8 l m g , » 9 6 %-(rmzc 

^ H-NMR (DMSO-d g. 500 MHz) :(53. 94 (s. 3H). 
3. 9 4 (s, 3H) , 6. 4 3 (d. J = 5. 5 Hz. 1 H) . 7. 14~ 
7. 20 (m. 2H). 7. 3 2 (d d, J =7. 9. 7. 9Hz, 1 H) . 
7.3 8 (s.' 1 H) . 7. 5 1-7. 5 4 (m. 3H) . 7.' 6 0 (d, J = 
9. 2Hz. 2H). 8: 23 (s. IH). 8: 4 5 (d. J=5. 5Hz, 
1 H) . 9. 0 9 (s* IH) 

Kfi5J«Tffi (FD-MS. m/z) : 4 8 3 (M-) 
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N-.{4- [ (6. 7-i^A\^^k-A-^l^^Jhh.t^iyl7x^M - 
■ - [1 - ( 1 -±yf-nd J^^vt-] ^yi^T (2 3: 1 ) : f 

6:. 7--:^;' h + >/-4- i4-7 i/ tx/^i/) ^) > i5 4mg) ^ 
(Sm 1) iCjDl^f^j^L^^v, 1- a,-:^7^;U),;i5^;L;^'7>'7^ 
- h (0. 0 5ml) ^m^. 1 O O^^}m0&lfZo n^^^uut^jll./ 

iS! L V SjS©{b^«fe^ 6 5 m g . iR^ 7 2 %lfmy::o 

■^H-NMR (DMSO-dg." 5 0 0MHz) : 5 1 . 55 (d. J = 

6. 7H z. 3H) , 3. 9 3 (s. 3 H) . 3, 9 4, (s, 3 H) . 4. 5 2 
(m. IH). 6. 3 9 (d, J =4. 9 Hz. lH).-6. 7 9 (s, 1 H) , 

7. 11 (d. J=9. 2Hz. 2H) . 7. 36 (s, 1 H) . 7. 49- 
7. 5 8 (m, 7H). 7. 8 3 (m. 1 H) . 7. 9 4 (m. 1 H) . 8. 1 
7 (m, IH). 8. 4 2 (d, J=5, 5:Hz. LH), 8. 5 2 (s. 1 H) 

'SM^mm ( F D - M S . m/ z ) : 4 9 3 (M ) 

l^^l 9 6 

N- (2-n-^5^;l/7 3.-;l^) -W - {4- C (6. 1 -'JJ^ h^'y-A 
-^J3Ad -7:^.^)1) (2 3 2) . 

, 6, 7 - V y h^v - 4 (^ - 7 $ /:7. X,/ ^.i/) +7. "J , >' ( 1 1 9 m g ) 
^ h;l/x> . (1 2 rn 1 ) ICLISSU^ h •! Ji5^;tj7^,A,r^,(2. J,m 1 
h ';7.*;3;,y (1 3 3 m g) /^Jd^^ 2:iJF5*n,«i3l^{£L/ro SJ«;?^IZ.2 - n - 
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au7i-^jUM./7-th> (4/1) -eJgM1-S->';^yVUy7 7A>nv h^;-'^ 
y >! ~K^ ffiiMBs 1 3 0 m s^m6 9%X-^o 

^H-NMR (DMSO-dg. 5 0 OMH z) : 6 0. 9 2 (t. J = 
7. 5Hz. 3H) . 1. 3 2-1. 4 0 (m. 2 H) . 1. 50~1. 57 
(m, 2H). 2. 5 9 (t. J = 8. 9Hz. 2H), 3. 9 3 (s. 3H). 
3. 9 4 (s. 3 H) . 6. 4'4 (d, J=4. 9 H z. 1 H) . 6. 9 8- 

7. 0 2 (m. IH) . 7. 12-7. 17 (m.' 2H) . 7. 1 9 (d. J = 

8. 9 Hz. 2H). 7., 5 1 (s. 1 H) . 7. 5 8 (s. 1 H)r^ 7. 5 9 
(d. r=8. 5Hz, 2H) , 7. 7 1-7. 7 5 (m. 1 H) . 7. 8 9 
(s. IH) . 8. 4 6 (d. J =4. 9Hz. 1 H) . 9. 11 (s. 1 H) 

KS5>W<i (FD-MS. m/z) :47 1 (M^) 

mmmisi 

N- (3-Ji H^>^;^;l/^.^;l>7x-;l/) -N^ - {4- E (6. 7 -'J/ h 
^'>-4-^y'J^;l/) 7i-^->] 7x-M OUT (2 3 3) 

6. 7--:;'^ h + ->-4- (4-7 ^ y 7xy + >') +y'J > (1 3 Img) 
^VJl:!.y (10ml) iztam^m U h U xf-;UT i > (2 m 1 ) ^jD;i/::'^s 
h 'J 7 ;^ > ( 2 1 3 m g ) ^inx.. 2 ^Fem^iSM L i^o SiCifttc 3 - T ^ 
>'^m#i?^f--'l'J^XxVl> (0. 1ml) ^i]n;t. 7^FBm«ikMt:^Co RlofS 

^7 ti fa i^;^i^/r-^r !> i> ( i ox 1 ) TSfe^'^ ^y -h^ilii'jL.^ □ W h ^7 
-{£;fe)9lii L. S^©{b^ig3^2: 1 4mg. JR^l 0 0%-m^o 
H-nW (GDC 1 g. 5 0 OMif^zl^'' 3 6 (t. ' 3H 

z;' 3H) r 4.^0 2 (s. i3H) . 4. 0 5 (s. 3H) . 4. 36 (q. J 
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= 7. 3H2. 2H). 6. 4 5 (d. J =5. 5Hz. IH). 7. 13 (d. 
J =9. 2 Hz. 2H). 7. 3 8-7. 4 5(m. 4H). 7. 4 8 (d. J 
= 9: 2 Hz. 2 H). 7. 5 6 (s. iH)'T 7r^^^7 J^T. 3 Hz. 

IH). 7. 8 0 (d, J = 7. 9 Hz, 1 H) , 7. 9 0 ( s . 1 H) . 
8. 4 8 (d. J = 4. 9H z. 1 H) 
nm^^m CFD-MS, m/z) : 4 87 (M"^) 

m&m 19 8 

N- (2. 3-i^:^oP7x-;l/) -N^ ^ {4- [ (6. 7 - h^->- 
^)Jl) t^i^l 7x^;U} '^LyJ (2 3 4) 

6. 7--:>V h + ->-4 - (4 - T^ y + -» +y U > (5 2mg) ^ 
h>»l,ji> (5ml ) lrj!J^M^)^L/■^^^ 2. 3,- □ o 7x^;U'l' V 
h (0. 0 5ml) =^UaA.. 2 OMlM^^lfZo iKlomi^^i^ ^T^jlA/ 
T^yy (10/1) 'C'&mti>iy')iJYJl^:fJy^^ h^'yy ^ -iz^i)1^ 
ML. ^mcoit-^m^^ 84mg. JK^lOO %T-?#/Co 

^ H-NMR (CDC 1 g. 5 0 0MHz) :64. 0 0 (s. 3H). 
4. 0 5 (s. 3H) , 6. 4 5 (d. J =5. 5H z. 1 H) . 7. 11- 

7. 1 7 (m. 4H) . 7. 4 1 (s. .1 H) . 7. 5 3 (d. J = 9. 2 Hz, 
2H) , 7. 5 7 (s, IH) . 7. 9 1 (s, 1 H) . 8. 2 2 (d. J = 

8. 5Hz. iH) . 8. 4 8 (d. J=5. 5Hz, 1H>. 9. 12 (s. 
IH) 

WM^mm (F D -M S , m/ z ) : 4 8 a (M"^) 
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mi&m 19 9 

N- (2. 4 -'Ji7 nuy -N/ - (4- [ (6. 7-. ^ / h^y/- 

4-^7 U JU)» ->] y j^s^jl^ (2 3 5) 

6. 7->";<>^->-4- (4-T^y7xy + -» +y'J > (58mg)^ 
h > (5ml) (rJni^^lS L i-Jk. 2 . 4 - v n n 7 x y ■> 7^ - 
h (93mg) ^Jp;i, 2 05JFBlMi§»StL/-Zo iSlE/^^fiE?::? n d ;ft;UA/7-fe 
h> (10/1) TJl§§-r-5->'Jy7yVb/7^A^Dv -irJ:f)iff£jU 
S^®<b^tl<&6 9mg. JR^7 3%-(?^^^o ^ 

••■H-NMR (CDC 1 3. 5 0 0MHz) :54. 0 4(s. 3 H) . 
4. 06 (s, 3H). 6. 47 (d. J=4. 9Hz. 1 H) . 6. 9 8 (d 
d. J =2. 4. 8. 5 Hz. IH) . 7. 1 9 (d. J =8. 5Hz. 2H) . 
7. 2 5 (s. IH) . 7. 2 9 (s. 1 H) . 7. 3 9 (s. IH) . 
7. 4 3 (s. IH). 7. 5 2 (d. J = 8. 5Hz, 2 H) , 7. 5 6 (s. 
1 H) . 8. 4 0 (d, J = 2. 4Hz, 1 H) , 8. 5 0 (d, J = 4. 9H 
z. IH) 

Mfi^^^M (FD -MS. m/z) :4 8 3 (M"*") 
llife^2 0 0 

N- (3. ^-'J^uu•y x.—)V) - {4- [ (6. 7-'>'> h^:/- 

4-4^7 'J ;l/) ;j-^'>] '!7U7 (2 3 6) 

6. l-'J/:^ h + -/-4- (4-7 ^ y +•» 'j > (5 1 mg) ^ 
h^Uj^^ (5m 1 ) liDri.^iflSpLyr^. 3. 4 - □ n 7 x^;^ v 
h (10 2mg) ^Jp;!. 8 5>m|BbS«£ L ^Co tfftfi LT^fc^Bl^itKU h 
>-ei5fe^t- 5 C i J: t) ^iScD-ffc^i^^^ 7 1 m g ^ JR^ 8 4 

^H-NMR (DMSO-d^. 5 0 0MHz) : (5 3. 9 4 (s. 3 H) . 
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3. 9 5 Cs. 3H). 6. 4 4 (d. J = 4. 9 Hz, 1 H) . ,7> 1 4~ 
7. ,2 4: (m. :2 H) , 7. 3 4, (m, 1 H) . 7. 3 8 (s. 1 H) , 
7f 5 0~7; 5 2 (m, 2H) 7. 5"9 . (d. J = 9. 2Hz?'2H). 
7. 88 (s, IH) . 8. 4 6 (d. J=4. 9Hz. 1 H) . 8. 92 (s. 
IH) . 9:, 0 0 (s. IH) 
aS^tfrffl (FP-MS. m/z) :48 3 (M"^) 

mmm2 o i 

N- (3. 5-'J^xJuy sL-Jl) -N' - {4- ['(6, l-'JM h^jy- 
\-^J^))\d i^^'A y^^M (2 3 7) 

6. 7-v^/ h + ->-4- (4-T5 y 7jcy + » +y'J > (5 3mg) 
h/l/x:^ (5ml ) lcJin.«l^jSLfc^s 3. 5- v?^'nn7ix;H' v>7^- 
h (7 6mg) ^jD;tx, 855-P^JPiijSffiL^Co tfTttiLT#/;^a^ia:I\^L^ 
X C i fc J: i)^m(Dit^l&}^ 7 5 m g s iR^ 8 7 %-e?i/::o 

^ H - NMR (D M S 0-dg. 5OOMH2) -.6 3. 9 3 ( s . 3 H) . 
3. 94 (s, 3H). 6. 44 (d, J=4. 9Hz. 1 H) . 7. 15 (s, 
IH). 7. 2 0 (d, J = 9. 2Hz, 2 H) , 7. 3 8 (s. IH), 
7. 5 1 (s. IH) . 7. 5 4 (s. 1 H) . 7, 5 4 (s, 1 H) , 
7. 59 (d, 4-9. 2Hz, 2H>. 8. 46 (d. J=4. 9Hz, 1 H) 
. 9. 0 0 (b) rs, IH) . 9. 0 7 (brs, IH) 

Wm^mi^ (FB-US, m/ 2 ) : 4 8 3 (M ) 
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m^m2 0 2 

N- (4 -^00-2-- hP7x-JU) -N" - {4- [ (6. 7-y> h 
^•y- 4 U Jiy 7x-;U} l/T (2 3 8) 

6. h + ->- 4- (4-7$ y'7x/ + -/) +y tj> (123ing) 

^V)lx.y (12ml) {zlBWlUmLkWi. A-^nu-2-~Yuy 
V T T> - h (1 7 2 m g ) ^^D;i^ 1 4 ^J-^lil-^ilM L /^o L T § fz^^s 

^ H-NMR (DMSO-d g. 5 0 0MHz) : 53. 94 (s. 3 H) . 
3. 9 5 (s. 3H). 6. 4 6 (d. J=4. 9 H z. 1 H) . 7. 2 3 (d. 
J =7. 3 Hz, 2H) , 7. 3 9 (s. 1 H) . 7. 5 1 (s. 1 H) . ■. 
7. 62 (d. J = 7. 3Hz, 2H). 7. 79'(d. J=9. 2Hz, 1 H) 
, 8. 14 (s. IH). 8. 3 5 (d. J =9. 2 Hz. 1 H) . 8. 4 6 
(d. J = 5. 5 Hz. IH) . 9. 6 2 <s. IH) . 1 0 f 0 (s. 1 H) 
KS^tffffl (FD-MS, m/z) : :4 9 4'(M"*") . 4 9 6 (M'^ + 2) 

IIJfe0>J2O3 

N- (2-7$ y-4-»on7x->>b) -N^ - {4- [(6. l-'J^V 
dri/-A-^J^))l') t^i/'\ yx.=.Jl) 'il/T (2 3 9) 

N- (4-:5'OD-2-- hn7x^;l/) -N' - {4 - [ (6. 7-'J^ h 
+ ■> - 4 - + y 1; )iy •>] 7 x ^Jl}' 'y uy' ( 15 8 mgf^^ci U7i-.)iA 
^S^y-Jlz/TK (10ml/7 0ml/'5ml) l;i^gfli?U ^:^mM^\^')'y 
A (1. Dig) ^m^. 6 OVlZT 3 7 ii^mnWLfZo ^'no;f,;UAT-2@tt 

i^m^m^u ^^i^^'no^h.^uA/T-t h> (10/1) ■vmm-t^-y^jij^' 
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H -NMR (DM'S 0 - d g, 5 0 O MH'z ) : <5 3. 9 4 , 3 H) . 

3. 9 5 (s. 3H) . 5. 0 9 (brs. 2H), 6; 4 3; Cd*; J = 4. 9;., 
Hz, IH). 6. 57 (m, 1 H) , 6. 78 (d. J=2. 4Hz, 1 H) , 

7. 17 (d. J = 9. 2Hz, 2H) . 7. 3 4 (d. J = 8. 6H2. 1 H) 
.-7-38 (s, IH), 7. 51 (s. 1 H) . 7. 57 (d. J=8. 5H 
z, 2H). 7. 77 (s. IH). 8. 45 (d, J=4. 9Hz. IH). 

8. 8 9 (s, 1 H) ^ 

llife^J 2 0 4 , 

N- {4- [ (6, l-i^ji h^->-4-^/^)Jl) ;t^'>] 7x^;P} - 
- (2 -b'lj -:^>;^7;U:^'-;U) »U7 (2 4 0) 

6. 7--x'v( h + i/-4- (4-7^ /7xy + v/) +y'J > (7 5mg) 
h^l/X^ (7m l ) Ktam^mi. h i;xf--'L'7 5 > (1. 4ml) «-tia;ifc^, 
h')y*xYy (201mg) ^m^. 1 :5^FBl]!lD^iiiiK L fzo Kf^mic 2 - f 'J 

•:^>y7;u.-K+-b-^ K (io2mg) ^m^. zmmummmuzo ^t^mz^ 

T^m- h 'i7A7K^?^^j!jn;t. i^Kx^;l.T2lHl»ti}L^'^Wa®'&t&fn^7i< 

;J;;UA/74r h > (10/1) -eSKt S ;> ^)ii¥>\^ti =j L.pu-7\,f=j 7 ^ _ 
«wJ:»)i|tS!iU gjiOlb^ifel^S 6mg^ JiX^7 7%t:1#^Co • 
^H-NMR (CDCIg, 5 0 0MHz) :<5 4. 0 6 Cs. 3H^). 

4. 0 6 (s, 3H). 6. 4 9 (d. J=,4. 9 Hz, 1 H) . 7. 2 0 (d. 
J=9. 2Hz. 2H), 7, 4 3 (m. IH), 7. 57 (s, IH), 

7. 5 9 (m. IH). 7. 7 1 (d. J =9, 2 Hz, 2H), 7. 97 (m. 
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IH). 8. 2 8 (:d: i=rr\Hz, 1H) . 8. 5 0 (b rs! 1 H) . 
8. 6 8 (d. J =4. 9 Hz. 1 H) . 10. 1 (b r s. IH)'. 10. 7 
(b'r s. IH) 

KS^tffii (FD-MS, m/z) : 4 4 4 (M*^) 
ll«2 0 5 

N-(3-j^ao-4. 6-':^y h4^->7x-;U) -N' - {4- [ (6. 7 

h4->-4-^y'J;U) ?^^v/3 7x-;U} 't7U7 (2 4.1)^ 
6. 7-v>Vh + ->-4 - (4-TSy7xy + >') 4^y'J> (54m g)^ 
h-'l'xy (5ml) IC]!raf«i^j^ L fc^. 3-i'na-4. 6-->"y h + i/7x^ 
^L'-f h (7 6mg) I BMlKlf^H^miiZo l^Mmt^^o 

•''H-NMR (CDC 1 g. 5 0 0MHz) : 6 3. 7 6 (s. 3 H) . 
3. 87 (s. 3H) . 4. 02(s, 3H). 4. 05 (s. 3 H ) . 

6. 4 6 (d. J = 5\ 5 Hz. 1 H) ; 6. 49 (s. IH). 7. 1 3 (d. 
J=8. 5Hz. 2H) , 7. 20 (s. 1 H) . 7. 42 (s. 1 H) . 

7. 5 0 (d. J=8. 5Hz. 2Hf . 7. 5 7 (s. IH) . 7. 5 9 (s. 
IH). 8. 12 (s. iH) . 8: 4 8 (d; J =5: 5Hz. in} 

KS^tff<t (FD-MS, m/z) : 5 09 (M"^) . 511 (M'^ + 2) 

N- (4-^oo-^-y f-VI/7x.-j|/) -N' - {4- t (6. 7-i>/ h 
4^t^^4-^y U;U) 7ic~;l4 -^1^7 (2 4 2) ' 

6. 7--:>y h+v'^4 - (4-7$ y7xy + «» +y u > (5 Smg) ^ 
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h ^UJi > (5ml) iztaimm L 4 fJl^y ^. ^^Jl^ V x 

TT^-b (9 0mg) ^3!in^. 2 e^Fem^iMLfCo tfrihLX^fzM^B^^mi 

^H-NMR CDMSO-dg. SGOMHz) : 62. 26 (s. 3 H) . 

3. 9 4 (s. 3H) . 3. 9 4 (s. 3H) . 6. 4 4 (m. 1 H) . 

7. 18-7. 2 0 (m. 3 H> . 7. 2 5 (s, IH) . 7. 3 8 (s, 1 H) 
, 7. 5 1(-s. IH). 7. 5 9 (d, J=-9. 2Hz, 2H). 7. 8 7 
(m. IH) , 7. 9 9 (s. 1 H) , 8. 4 5 (m, 1 H) . 9. 1 5 (s. 

HS5^Wffi(FD-MS, m/z) : 4 6 3 (M"^) . 46 5 (M"'"+2) 

IIJg««j2 0 7 

N- (2-;^aD-3-y ^;U7x-;U) -N' - {4- [ (6. 7 - / V 
^'>- 4 -^y ■);!/) t^jy} 7ji-M.0l'7 (2 4 3) 

6. 7-->V h + ->-4- (4-T^ y^xy +y 'J > (5 2mg> ^ 
K;bx> (5ml) {iJn#!i^»L/;:'^x 2-^np- S-yf-^U^x—^U-T v-/ 
T^^-h (0. 2ml) ^Jn^> 12ii^ri\m^mmLfZo SIK?$?S?^^od;^;U 
A/7-bh> (1 0/1) i?Jggat'5v/'J;<7y;uy7 5Ai'OTh^'*5 7^-{c:cl: 

K^nnu mmoit^^s omg> jr^3 7%-eiiy:o 

^H-NMR (CDC 1 3, 5 00 MHz) : 6 2. 2 8 (s, 3 H) . 

4. 0 0 (s, 3H), 4. 0 3 (s. 3 H) . 6. 4 1 (d. J =4. 9Hz. 
IH) . 7. 0 9-7. 1 5 (m. 4 H) . 7. 3 7 (s. 1 H) . 7. 3 9 
(s. IH). 7. 42 (d. J =8. 5Hz. 2H). 7. 55 (s. 1 H) . 
7. 6 1 (s. IH). 7. 7 2 (s. 1 H) . 8. 4 4 (d. J =5. 5Hz. 
IH) 
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MS^tfrM (FD-MS. m/z) : 4 6 3 (M"^) . 4 6 5 (M'^ + 2) 

N- (3-TSy-4-!^on7:c^jU) -K' - {4- [ (6. T-vV h 
4r'>-4-^y 'J^U) :t^->] '!7U7 (2 4 4) 

N- i4-^ tia-3--huy^-Jl) -N' - {4- [ (6. 7 h 
^'>-4-4-y 'J;U) 7r+'>] y^^-Jl] (l O Omg) ^^nD;f^;bA 

rJ^y-^U/TK (5ml/l 5ml/3-m, l) {lygj^Ls^^^BKifc^ h U -i? A 
(3 5 8mg) ^jD;t, 6 0°CICT2 O^ra^Jt^^ L/Co :^ a D;^;UA-e2lHlffltb 

^H-NMR (DMSO-dg. 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H) , 5. 3 0 (b r s. 1 H) . 6. 4 5 (d. J = 
5. 5 Hz. IH), 6. 6 4 (m, IH). 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J = 8. 6 Hz, IH) . 7. 2 0 (d, J =9. 2 Hz. 2 H) . 

7. 39 (s. IH). 7. 52 (s. 1 H) , 7. 57 (d, J=8. 6Hz. 
2H). 8. 4 7 Cd. J=4. 9Hz. 1 H) . 8. 56 (s. 1 H) . 

8 . 7 3 ( s . 1 H) 

!efi:^«f<i (FD-MS. m/z) :4 6 5 (M'^ + 1) 
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6 . 7 - y h 4^ - 4 (4 - T x 7 4^-/) + 7 U > , ( 5 1 m g ) 

h > ( 5 m 1 ) izmmmm u h^i^^j\^x i >, a i,m i > ^my::^, h 

U :? x^' > ( 5 4 m g ) 2 ^ralSnl^Ji^ L fio ^^m^ 3 - y h 4^ 

h°;bT i> CO. 05m 1) *1!)D,x.^ 1 ;2'33:P5jPl|feB^!t!L fZo, ^m^mWt 

A/T-t h > (10/1) Trmmt:^ •> 'J ^^yVb^ 7 A □ V H 7 ^ - 
{cJ:*3JitMU «M©^b^*5 Imgv JR*7 2%-e'#y::o 

^H-NMR (CDClg.SOOMHz). , : 6 1 . 8 2 (niv- ;2M) . 
3. 3 1 (s. 3H) . 3. 3 9 (m, 2 H) . 3. 5 0 (t. J = 4. 5H z, 
2H) , 4. 0 3 (s. 3H) . 4. 0 4 (s, 3H) . 5. 6 5 (b,r s, 
IH), 6. 4 4 (d. J = 4, 9Hz, IH) „. 7. 1 0 (d. J = 8. 7H 
z. 2H). 7. 4 1-7. 5 5 (m, 4 H) . 7, 5 5 (s . 1 H) , 
8. 4 6 (d, J =5. 5H z. 1 H) 

nm^mm ( f d - m s , m/ z > : 4 1 1 r^) 

N- C2-y h^-y:^i-Jll -N: - (4- [ (6. 7-i^^ h4-i/-4-^ 
y U;U> 7 jL^;l/} '^yur (2 4.6) . t« 

6 . 7- -^^ V - 4 - ( 4 -T.S.^ 7 ^/^ yy + ^ '/ ( 5 2.m g ) ^ 
h-'Ux> (5 m l) {ctnM»|t> h UaL3^^^7i.;/,^^C^^ > 
'J7:^7.y> (54m g) ^tiD^v 3 5^raJ!in^M L feo ^Jt>?R 3 - ;< V^i/ 
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x.^A'Tl y (0. 0 5ml) ^jD;i. 8 ^PalJoaftilglE L fco 

K> ( 1 O/l) tfS^V^ •> U ■h^')lf]^U^ D-7 h iJ-'^^ ^ J; 

^ H-NkR (CdFi gV 5 0 0MH z) : o 3. 3 6 (s. 3H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 0 3 (s. 3 H) . 4. 0 3 (s. 3H) 
/ S: 8'1 Xb r s , .: i:H) . 6.. .4^3 Xdr = 5^ "5 H z", 1 Hi . 
?: '8 7 Cd'^ J = 8. 5Hz, 2H) ■ 7. 4 0 Cs. I H) . 7. 4 5 (d, 
J =9. 2Hz, 2H) ; 7. 5 5 (s. 1 H) . 7. 9 2 (s, 1 H) , 8. 
4 5 (d. J = 4. 9 Hz. IH) 

:»S^«f^t (F AB-MS, m/z) :398 (M^+1)' 

%W\2 i 1 

N- {4- [ (6. l-'J -^ h4'>-4-4^y 'J^U) ir^'A y sl-JI) - 
N' ^ (2-t: U v^^Uitf-;^) '^7^7 (2 4 7) 

5. l-'J/ hdri/-4- (4-7 W^iy^-/) +yU > (5 2mg) ^ 
h >'bx > (5ml) {cSnJ^ft^/l? Ls h U x5^;l.7 S > ( 1 m l ) iM/:'^. h 
'J7:i-xy> (54mg) ^Sn^. 2 5^FBlJn.«4S«t L 2 - f 'J 

y ^jvT i > ( 0 . 0 5ml) ^m^. 1 2 ^m^mmLfzo m^tz^m:^ 

L. ^S7k5iitK+ h U AT'lSii L fco ^EETr^^^S* U ^ d d 
' )UAi^7-tr f.^ (1 0^1> TMg^^'5 VU:^y;U:^vi^bvh^^5 7>f - 

^H-NVll (CDtip OMiH zf 0 0 (s. 3H). 
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4. 01 (s. 3H). 4. 58 (d. J=5. SHz. 2 H) . 6., 39 (d. 
J =5. 5 Hz. IH), 6, 6 6 (m, 1 H) . 7. 0 5. (d.,J=,9. 2H 
2. Yh) . 7. 1 8 (m. IH) , 7. 3 4 (d, J = 7. 9iiW 1 H) , 
7. 3 9 (s. IH). 7. 4 5 (d. J =9. 2 Hz. 2 H) . 7. 5 4 (s, 
IH). 7. 6 6(m. IH). 8. 4 0(brs. IH). 8. 4 3 (d, J 
= 5. 5H2. IH), 8, 4 7, (d. J=4. 9Hz. 1 H) 
Sfi^^^tffffl (FD-MS; m/z) -.430 m'^) 

mmm2 i 2 

N- I C4- t e T t -zr^Jly:^.-Jl) M^Jl] -N' - {4- [(6. 7 
-vV h^'y- VJl) Tir^i/J y x^;U} 1/7 (2 4 8) 

6. \^^'y-4- U-7i>>ysr.y^i/y,^yvy: (SOmg) ^ 

hJl:i^>(5ml) IzUafmrnt. h ^) Jl7 i> (1 m I) =^Ua^fz'^. h 
^)y*7.Y> (5 5mg)^m. 2MmmMmLtZo RPl^z (4-t e r 

t -7'^;i.7x-;u) /i-jiTiy (0. 0 5nii) ^ta^^ i2^i^mmfm^ 
^^-^hiTyy^ -iz^i^mmi. mm(Dit^^^ 2,3 m g. iRm2 8%xmtzo 

^H-NMR (CDC 1 3. 500MHz) : 6 3. 9 9 (s. 3 H) . 
4. 01 (s. 3H). 4. 38 (d. J=5. 5Hz, 1 H) , 5. 8,1 (b 
r s. IH) , 6. 3 8 (d. J=4. 9 Hz, 1 H) . 7. 0 2 (d. J = 
9. 2 Hz. 2H) . 7. 2 0-7. 4 0 (m. 7H) , 7. 5 2 (s, 1 H) . 
7. 6 4 (s, IH), 8. 4 0 (d. J = 5. 5,Hz. 1 H) 

®S5>W (FD-MS. m/z) : 4 8 5 (M^) 
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m^m2 13 

N- (4- [ (6. h^->-4-^y'j;U) ;t^-/3 - 

N' - O -b"'; ^'^uyf-;!.) r>ix7 (2 4 9) 

6. 7- v> ■h + ->-4- (4-T^ y 7 xy4^>) U > (5 2mg) ^ 
h;Uj:> (5ml) frMf^fSL. MJxf-;U7^> (1ml ) ^^Jn^fc^^ h 
U 7 _> ( 5 6 m g ) ^3!ra;l. 2 :J^FB%«lii-ii!t L tZo JK^CfgJC 3 - h" 'j '^-^l. 
y 5^;b7 ^ > ( 0 . 0 5ml) ^Udx.. 1 2 :^fe^]!JDl^iSgft L ^Co lij^i!* 
h 'i' A7K?§?S«^»n;L. 8^i?if-;UT-2lHia£il.L./c^W$ll^fiaiQ^i^7KT- 

J: t)?ss!iL. mmmh-^m^ 7 1 m ir^ 9 3 %x'mfzo 

^ H-NMR (DMSO-d g. 5 0 OMH z ) : 5 3. 9 3 (s . 3 H) . 
3. 94 (s. 3H). 4. 3 4 (d. J=5. 5Hz, 2H). 6. 4 0 (d, 
J =4. 9 Hz. IH). 6. 7 2 (t. J =6. IHz. 1 H) , 7. 12 
(d, J = 9. 2Hz. 2H). 7. 3 5 (m. 1 H) . 7. 3 7 (s. 1 H) . 
7. 50 (s. IH) . 7. 5 3 (d. J = 9. 2Hz. 2H) , 7. 7 2 (d. 
J =7. 9Hz. IH) . 8. 4 3-8. 4 6 (m. 2 H) . 8. 5 3 (s, 1 
H) . 8. 7 3 (s. I H) 

K«5^«fM (FD-MS, m/z) : 4 3 0 (M"^) 

%mm 2 14 

N- {4- [ (6. T-v^y h^->-4-^y 'J;U) ;j-^'>3 - 

( 4 -• b:° 'J 'J f - )l) ^VT i. 2 5 0 ) 
6., 7-':?^ K+'>-4- (4-7ty 7xy + v/) +VU> (5 2111 g) ^ 
h>»l/x> (5m I) {iJnl^7§ISL> hUxf-;I/7$> (1ml) ^h^Lfz^^ V 
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^)7 ity^¥y (5 3mg) <&jDx.v 2:^ra|qSaa^Lyco;^l^^^ 
^i-)h7l y (0.. 0 5ml ) ^3!jn^v l 2^i^^S^t0^k^^^ 

;UA/7-t b > (1 0/1) trM§j§t'5 i>.U 5 A^-ov 7^ -{c 

cfc D L . mm<Dit^iSs^ 4 0 m g . JR^ 5 4 /lo 

H-NMR (CDC 1 g. 5 0 0MHz) :54. 01 (s. 3H). 

4. 0 3 (s, 3H) , 4. 4 3 (d. J = 5. 5 H z. 2 H) . 5. 9 7 (m, 

IH), 6. 4 0 id. J =5. 5 Hz. 1 H) . 7. 0 8 (d, J = 9. 2H 

2. 2H). 7. 20 (d. J=5. 5Hz. 2 H> , 7. 38 (s. 1 H) . 

7. 42 (d. J=8. 6Hz. 2H). 7. 54 (s. 1 H) . 7. 81 (s, 

IH). 8. 4 2 (d. J =5. 5H2. IH) , 8. 4 9 (d, J = 6. IH 
z. 2H) 

HftiJJtff^l (FD-MS. m/z) :4 3 0 (M"^) , 

mmm2 i 5 

N- {4- [ (6, 7 -v^^ h^yz-^-^yj^U) :t^v/3 7x-M - 
- [ (4 - 'J/'^-JlT i J 7 x-;U) 1/7 (2 5 1 ) 

6. 7--:^^ h+>-4- (4-7^ y 7iy + i/> +yu > (5 Img) ^ 
h-'Ui^ (5 ml) \zWmmL^ \•^)s.f)V7^y (1ml) ^jD^/c^, h 
•J7*X'!r> (55mg) <&jD;i. 2 ^fe1JD^ftj§35 b /Co SfE/iK(c ( 4 - y ^ 
;U7vy 7xJi;l/) yf-;U7^ > (10 4mg) «r3!jnx.> \ 29i^mmmi\.fz^ 

mm'^^ 13 at^;l'A/7-b \> > (1 0/1) •e®B8t^>'U3^f -'l'i7 7A^n-7 
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hiT^y ^ -izXiomt V. ^iso-fb^^^ 1 2 m g . iR^ 1 5 ^T-'ft^o 

^ H-NMR (DMSb-d g. 5 0 OMHz) : 6 2. 8 7 (s. 6 H) . 
3. 9 3 (s. 3H) . 3. 9 4 (s. 3 H) . 4. 1 8 (d. J = 5. 5 Hz. 
2 H) . 6. 4 0-6. 4 3 Cm. 2H) . 6. 7 0 (d. J = 9. 2 Hz. 2 
H) . 7. 13 (d. J=8. 6Hz. 2H). 7. 14 (d. J=8. 6Hz. 
2H) . 7. 3 7 (s! I H) . 7. 5 1 (s, 1 H) . 7. 5 2 (d. J = 
9. 2Hz. 2H). 8. 44 (d. J=4. 9Hz. l H) . 8. 57 (s. 
IH) 

Wm^mm (F D-MS. m/z) : 4 7 2 CM^) 

N- {4- [ (6. 7-v?y h^'>-4 -4^7 'J^U) ;t^->] - 
- (3. 5--^- ha7^-;U) -^PT C2 5 2) 

6, 7-v?;f h + ->-4- (4-7iy7iy + -» +y i;> (54mg) ^ 
h;Uj^> (5ml) icfinffe^lSLfc^x 3. 5 - y- h a y ^^jU^ v ^>T^~ 
h (8 1mg) ^Ua^^ 2 0 5>FBlJn«iSStL/Co SlEr^f^^J' d a*;l.A/7-b 
K > (10/1) X'm^-tZ l^') i3¥Jlti^ a-7 h^'-7 7-f -{Cck^)*|^L. 
^©{b^^^5 3mgv W5 7%-Z:1#fco 

^H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s. 3 H) . 
3. 9 5(s. 3H). 6. 4 6 (d. J =4. 9 Hz. 1 H) . 7. 2 4 (d. 
J =9. 2Hz, 2H) , 7. 3 9 (s. 1 H) . 7. 5 1 (s. 1 H) , 7. 
6 r (df j =8. 5Rz. 2H). 8. 42 (s. 1 H) . 8. 4 7 (d. J 
= 4; 9ttzV IH) ; 8: 7 7 (s. 1 H) . 8. 7 7 (s. iH^ l g. 2 
1 Cs;- IH) f 9/ 7% ( s. IH). ^ 

!efi$5-#f^ (FD-MS. m/z) :5 0 6 (M^+1) 
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Mmn2 I T. 

, N- -K - {4- [ (6. 7 ->?^ h^£^-4-^y 11 

A/)"yi-^i/l::7:f.^M »UT (2 5 3) : ; , . . , • 

6. 7 - h^ x- 4 - C4; -7 = / 7:xy' + i^) ^/ U > (2 0 Omg) 
^ K AX > (5ml) {:»QI^?§/^ L fz'^^ •:/^ o^4- ■>>/H' y >> 7 - h 
(3 4 Omg) 8 0-^9 O'GTS P5}P^«jt^^L/io Sfi>?^,{C7K^]fjn 

1 ) -ert-r 5 •> 'J ^-y^^u^ ^ A D V h /7 7 ^ - {ij; 0 msy i^^-fb^ 

fe^2 1 Omg. iR^T 4%T^7to 

^H-NMR (CDC 1 g. 5 0 0MHz) : 51. 1 1-1. 2 2 (m. 2 
H) . 1. 34-1. 46 (m, 2H). 1. 5 6-1. 6 6 (m. 2H). 

1. 6 8-1. 7 8 (m. 2H). 1. 9 6-2. 0 5 (m. 2rH) , 3. 64 
~3. 73 (m, IH), 4. 05 (s. 6H). 4. 58 (d. J = 7. 9H 
z. IH), 6. 3 6 (s. IH). 6. 4 6 (d. J =4. 9H2. 1;H). 
7. 13 (d, J=8. 6Hz. 2H). 7. 42 (d. J=8. 6Hz, 2 H) 
. 7. 42 (s, IH). 7. 56 (s. 1 H) . 8. 48 (d, J=4. 9H 

2. IH) 

H«t^fit ( F D -M S . m/ z ) : 4 2 1 (M ■^) 
l|SSt?J2 18 , 

N- (3. ,.4-v>7^U;tP7x-;U) -NV- {4- [ (6. T-v^/ K#C/ 
-4 -^y U^l^) ;t4-->3 7 jc^;1>L ■jykT (2 5 4) 

6, 7- v>V b + '>- 4;- (4-7,V;y 7xy + i>) +y 'J > (5 Omg) ^ 
hJ\^JC'y (5m 1 )jrJnlfe^/^L. h 'Jxf:;1.7 i > (l.m 1 ) h 
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'J -7 :j- > ( 5 5 m g ) ^m^. 3 ii^mmfmm i tzc SiSj^jw 3 ^ 4 - ^ 7 
MD7r.a> (6 6mg) ^m^. 2o^mm^mhfio 5^^ 

l./7^V> (lb/1) T-jmt-5->'J:^'y';Uy7 7A^n-5'h^'*7 7^ -JCJ: 
19 msej Lx^Mofei^^ 6 3 m g . iK^ 8 3 %-e?#/;:o: 

^H-NMR (CDC 1 3. 5OOMH2) :5 4. 0 3 (s, 3H), 
4. 0 6 (s. 3H). 6. 4 5 (d. J = 5. 5 H^; IH) . 6.,»9 6~ 

7. 0 2 (iri." IH). 7. 0 2~7. 10 (m. 1 H) . 7. 1 1 (d. J = 

8. 5Hz. 2H). 7. 41-7. 45 (m. 2 H) . 7. 4 fit (d. J = 
8. 6 Hz. 2H) , 7. 5 8 (s. 1 H) . 7. 7 2 (s. 1 H) . 7. 7 4 
(s. IH). 8. 44 (d. J = 5. 5Hz. 1 H) 

SS^Jtlrfi (FD-MS. m/z) : 4 5 1 (xM*) 

N- (2. 4. 5 - h'J 7;by^a7x-;b) -N' -{4- [(6. 7-->'y 
h^->-4-^/'J;l/) ir^'A y ^i^-M '^U7 (2 5 5) 

6. 7-vy h + v-4- (4-T$ y 7xy + v) > (5 Omg) ^ 

h >»bj:. > ( 5 m 1 ) IcJnlBi^)^ Ls h 'J J:.5^;UT i > ( 1 m 1 ) ^nktz'^k. V 
'J37;j-xy"> (5 5mg) ^IMK.^ S^PalSnlfeiSSfELfco Ml&?Slc2. A, ^- 
h'}yjlta7-'}> ( 7 5 m g ) ^Ua^^ 2 0 ii^mMm. L fco 

6^g?if^>'l'T-2@}itlibfctetS^^^^iafO:^ 

n A/7 -b h > (10/1) -^mMt t 'J ij^i^iJ "7 H^y y ^ 
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^ H - NMR (DMS 0- d g. 5 0 0 MH 2 ) : 6 3 . 9 4; ( Sv, , 3 H) . 
3. 9 5 (s. 3.H). 6. 4 5 (d. J =^5. 5 Hz. 1 H) . 7. 24 (d. 
J = 8: 6 Hz;- 2:h)-, 7. 4 0 (s. 1 H) .• 7. 5 2 (s. 1^) . 

7. 5 9 (d. J =8. 6Hz. 2H) . 7. 6 2-7. 7 0 (m, 1 H) . 

8. 17-8. 2 5 (m. 1 H) . 8. 4 8 (d. J =4. 9Hz. 1 H) . 
8. 7 6 (s, 1H> . 9. 2 3. (s. IH) 

mm^vfm ( f d - m s . m/^z r ,: 4 s 9 (m ) 

^M2 2 0- , ^ \ 
N- (2. 4. 6- KU7;U;ta:7^^>>l/) -N', - {4- [ (6, 7-C^y 

6, 7 + V- 4- (4-7| y ^xy + ix) +y'J> (50mg)^ 
h;l/x> (5m;l> ^::SD.^^g)^L^ U J:.^;b7 v ^ (1 m 1 )v^j!ra;tfc^> h 
U <55ing) ^tp;iv 3^F3MS^ttLy::o SiS?^lc2. 4. 6- 

bVy^aj :=.*) > (75mg) *)!ip;i> 2 O^^FaimS^K Lfco S^Cfglc^ 
g!7Kfg:^ h U ^ i^T^mm^lsa^. i^Kx5^;ur-2|5]tttiiL/:^W«6®*fiS?a^:^ 

□ *;U^/T-b h:/ (1 0/1) Tgia-^-5v/'J^y;b*7A^'p-7 h^*5 7^ 
-l^ictiJimSiL. OTO<k^tl^3 7mg. TO4 7%T-?^fco 

^H-NMR (DMSO-d g,, 5 0 OMHz) :.S3,. 9 4(s..^3H), 
3. 9 5, Cs. 3H) , 6. 4 3 (d. J =5. 5 Hz. IH). 7. 2 0 (d. 
J =8. 6 Hz. 2H) . 7. 2 9 (t. 1 = 8. 6 Hz. 2H)..%^^^^^^ 
(s. IH) . 7, 5? (s, IH) . 7. 58 (d, J=8. 6Hz. ;2H). 
8r07 Cs, 1H>,,8., 46 (d, J = 5.- 5 H z. 1 H) . 9. 1 4 (s. 
IH) 
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HM^tfrffl CFD-MS, m/z) : 4 6 9 CM"*") 
186^ 2 2 1 

N- (2. 3. 4 - h 'J7;b;!-o7x-;U) -N' - {4- [(6. 7 

•> - 4-4- y ;b) ->] 7 X -^lUy U 7 (257) 
6. 7-v>"y h + i/-4- (4-T5yTx/ + >) +y>J> (5 0mg) ^ 
hJlx.> (5ml) {ijDlfe?§)SU h 'J x5^;l,T 1 > ( 1 m 1 ) h 
(5 5mg) ^Jn^v .3i>»I^StL/Co Sl£;?«lc2.-3. 4- 

v')y)iituT-^)y ( 7 5 m g ) ^jnx.. 2 0 5^rHiJ!)D«iisgiE I mm\zm 

□ i-wUA/T-t? h> (10/1) T-Jggai-S >U^'!r;U:^^A^'Dv h^^'^^^ 
-{cib^SSeiL. Mofb^^^l 8mg. OT2 3%Tliyco 

^H-NMR (DMSb-dg. 5 0 0MHz) : 5 3 . 9 4 ( s . 3 H) . 
3. 95 (s. 3H). 6. 4 4 (d, J =4. 9H z. 1 H) , 7. 23 (d. 
J =8. 6Hz, 2H) . 7. 2 5~7. 3 3 (m. 1 H) . 7. 3 § (s. 1 
H) . 7. 5 2 (s. IH) , 7. 5 9 (d. J=8: 6 H z. 2 H) . 
1. 8 5-7. 9 2 (m. 1 H) , 8. 4 7 (d. J =5. 5 Hz. 1 H) . 
8. 7 3 (s, 1H> . 9. 2 1 (s. 1 H) 

Hfi^)tffffi (FD-MS, m/zY : 4 6 9 (M^)' 

N-^ (2. 5- v;t -N' - {4- [ (6. f-^>t h^y/ 

- 4.-#y 'J >>U) yfr^'^T y JL-Jl.} r^ jyt (2 5 8)- 
6. 7--:^> h + '>-4- (4-T$ y^xy + v') +y U > (5 6mg) ^ 
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h^L-jn > (5ml) {cjQ«i^MLx h 'If^'^^T (1 m- 1) ^m^^x h 

^)yt7.Y> (6 6 m g) '^m^^ 3^mmi^L^^^.mmm^^^^^ , 5 - 
h ^'Pt^ u > ( 1 0:2 m g ) ^1$^,^ '■ l o^rmmjm Lfzo ,s1|i{w^K7k 

^I'A/T-b h > (10/1) T'^mt -5 :> ^)p¥}Vil,p d^p P -7 K i?'^ 7 ^ - 
<fc 0 L> g^O^k^W 8 1 m g. iK^ 9 O'^'TWfco 

^ H-NMR (C D C 1 3, 5 0 0MHz ) : 5 3.6 8 ( s . 3 H) .■ 
3. 78 (s. 3H). 4. 02 (s. 3 H> , 4., 05 (s., 3H)>v 

6. 46 (d, J=5. 5Hz. 1 H) . 6. 53 (dd. J = 3. 1. 8. 5 
Hz, IH). 6. 7 6 (d. J =9. 2 Hz. 1 H) . 7. 1 3 (d,. J = 
9. 2 Hz, 2H) . 7. 4 3 (s. 1H> , 7. 5 2 (d. J =9. 2 Hz. 
2H). 7. 55 (s. IH). 7. 57 (s. 1 H) 7., 7 8 (s, 1 H> . 

7. 9 1 (d. J =3. IHz. IH), 8. 49 (d.. J =4. 9Hz. 1 H) 
SS^tff^l (FD-MS. m/z) : 4 7 5 XM.;*') 

2 3 

N- (3.. 5- >^y h4^->7x^;l/) -N/ - {4 - X (6, 7 ^ h4^v 
- 4 U ;U) •>] 7 U7 (2 5 9) . 

^, 1- v>V h + ->- 4 - (4 -7 ^ y .7 Ji/^v') > (5 3mg) ^ 

h ;l.jL > (5ml) Lv Ir U ;}.7 $ ^ ( 1 rji l ) ^An^/=^^ h 

•J 7 X y > ( 1 0 1 m g ) t Mjiv 4 5J»«ijljS(E;L fee ^^J^Jc 3 5 - v 
/h4-i/7^';> (62mg) ^in;ty l d0mm^m}^tio Ki^^mizm^ 
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JlJi/T-t H :^ ( 1 0/ 1) xmmt^ •> ^liiiVA'ii^l^^ n v h ^'^ 7 ^ -(c 

^^m^< iim>*k^^mi^x€,i^ kx¥ i o o ?^t?#^o 

^ H-NMR' CCDCI^ 7 3 (s. 6%), 

4. G 0 Cs; 'sttV. 4v d 3 (s. 3 H) . 6. 18 (s. 1 H) , 

6. 4 2 (d. J =5; 5Hz. 1 H) . 6". 6 0 (s. 1 H) . 6. 6 0 (s. 
IH). 7. 0 9 (d. J=8^ 6Hz, 2H). 7. 4 0 (s. 1 H) . 

7. 4 5(d. J =8. 6Hz. 2H). 7. 5 6 (s. IH). 7. 6 8 (s. 
IH) . 7. 8 5 (s,. IE) , a; 4 5 .(d. J = 5. SHz. 1 H) 

KS^^f^i (FD-MS. m/z) :4 7 5 (M"^) 

IIW2 2 4 

N- (2. 3--:^77l/;j-n7x^;U) -N^ - {4- [ (6. l-'J^ V^'y 
-4-^ J ^)Jiy 7x->>U} '^UT (2 6 0) 

6; 7-v?y >^V-4- (4-707xy + i/) 'J > (5 0mg)^ 
h;ux> C5m I ) (cijnte)i?L. h <Jx^;l^7 $ > (l m l ) ^mlti'^. h 

'j7*xy> (55mg) ^m^. s^i^mu^mtizo ^mmiz2, s-v^ 

;l.;toT-'J > (51ml) ^^J□;i^ 2 0 ^TOiiiS2i(t L /Co SlGJflEfC^g^TKl^ 

h > ( 1 b / 1 ) '> 'J ^ YJliJ^^ ^ u-7V^=7-y ^ -\z^ 

K> t > iffltb-ft^^!!^ 6 d m g . iR^ 7 9 5it-'#^o 
^k-NMR (DM^b'^dg, SOOMHz) :53. 94 (s. 3 H) , 
a; ^5 (sf 3H) ; 6f 45 (d. IH). 7. 02- 

7: 6 a (&■ i H) , tf- i 1-7, 1 9 (mv 1 H)- . 7. 2 3 -(d. J = 
9. 2 Hz. 2Hy. 7: 3 9(s, 1 H) . 7. 5 2(s; IH), 7. 5 9 
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(d. J=9. 2Hz. 2H), 7. 94~7. 99 (m. 1 H) , 8. 4 7 
(d. J=4. 9Hz. IH). 8. 7 8 (s. IHX. 9. 2 5 (s. 1 H) 
-OTi^tfHa (FD-MS. m/"z ) : 4 5 T 

N- (3. 5-->'7;U;rn7x.:i;U) -NV- {4- [ (6, 7--:^^ 
-4-^y'Jj0 /f4'>3 -yUT (2 6 1), 

6. 7-v';< h + '>-4- (4-7^/7 Vr'^v') "^"^ 'J > (5,.0mg) ^ 
h;bx> (5 in 1 ) izmm^mi. h i5^;U7 i > ( 1 m I ) ^Jn^i^.^. h 
UytxY'y ( 5 5 m g ) ^ta^. 3 5}Pa1MM L fzo S^&^&lw 3 , 5 - 7 
;l.;t-n7-'J > (6 6mg) <&Jnx.. 2 O^^f^jtoi^S^StL^o ^0/^lc^g!7Klg 
i- K 'J '>A7k?§JS^Jn;t. S^Ki5^^n^=2Is]aai L7t^i&M*tafn:^^^7KT'z5fc 

A/T-thV' (10/1) X'&mt6'y')ijYJUijyAi;u-rhi;'^y^-izX 
^^mu mmcDit^^^ 4 9 m g . iK^ 6 4 % T-ntio 

•^H-NMR (DMSO-d g. 5 0 0MH z) : <5 3,. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H). 6. 4 5 (d, J =4. 9 Hz, IH), 6., 7 5~ 
6. 8 3 (m. IH). 7. 1.6-7. 2 6 (m. 4H). 7. 3 9 (s. 1 H) 
. 7. 5 2 (s. IH) . 7. 5 9 (d. J =8. 6H z. 2H) , 8., 4 7 
(d. J =4. 9Hz, IH). 8. 9 9 (s, IH). 9. 12 (s. 1 H) 
MS^tffffi (FD-MS. m/z) : 45 1 (M"^) ; 
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mmm2 2 e 

N- (2. 3. ^-h^)yjUtay:r,^Jl) -N^ - {4- [(6; 7 - 

■ '■ ~ — '■ ^ — ■ — 

h^i/-4-4^y '/JU) >^->] 7x^;l/} OUT (2 6 2) ■ 

6, 7-v;> h^i/-4- (4-7^y7xy + v) U > (50mg) ^ 

h^Ui^ (5ml) (C]!I^lfej^)SL^ hUx^;U7i > ( 1 m 1 ) ^-Jq^V::^, h 

^)ytXY> (55mg) ^to;t^ 3 ^felMii-^Si L /Co KmmizZ, 3. 6- 

h 'J 7JU;f D7-'J > (53inl) ^Jn;i> 2 0 :»ram^»iiS^ft L fco 

n ;i^;UA/7-b h > ( 1 0 /1 ) T'Sgai" ^ ■> U YJliJ "7 A ^ d t h ^''^ 7 ^ 
-^wJ;>)?ISiL^ ^SO-fb^fes Omg. JR$3 8 %-e?i/Co 

^H-NMR (bMSO-dg. SOOMHz) :c53. 93 (s, 3H). 
3. 9 4 (s. 3H). '6. 4 4 (d, J =5. 5 Hz. IH), 7. 15- 
7. 2 5 (m. 3H) . 7. 3 3-7. 4 4 Xm. 2 H> . 7. 5 2 (s. 1 H) 
. 7. 5 9 (d. J =8. 6Hz. 2 H) . 8. 4 1 (s, IH). 8. 4 6 
(d, J =4. 9Hz. IH) . 9. 1 8 (s. 1 H) 
SS^tffM (FD-MS. m/z) :4 6 9 (M"^) 

mmm2 2 7 

N- (2. 6-':^7;l/;to7x^;U) -N' - {4- [ (6. 7-v>V h^-> 
-4-^y U^U) '7x^;U) ':^U7 (2 6 3) 

6, 7-v/ h + '>-4- (4-7$ y 7xy + v/) +y'J > (5 Omg) ^ 
(5m l) lcJn?fe^j|?Lfc^. 2. 6-v^7>'U:to7x~;U^ V->7^v 
- h (1 0 4mg) <£-Jn;t. Z 0MmmS.mbf^6 ^titibX^tzifk^^m^U 
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^H-NMR(DMSO-dg. 5 0 0MHz) :53. 9 4 (s., 3^^^^ 
3. 9 5 (s. 3H). 6. 4 4 (d. J -4.. 9. H z, 1 H) . 7. .13- 
7. 2 5' (m, 4H) , T. 2 8~7. 3 8 (m. 1 H) , 7. SWCs, 1 H) 
. 7. 5 2 (s. IH) . 7. 5 9 (d. J =9. 2 H z. 2 H) . 8. 1 5 
(s. IH), 8. 46 (d, J=5, 5Hz.. IH) . 9. 09 (s. 1 H) 
n^mm (F D - M S:, m/.z ) : 4 5 | (M^) 

1^1^ 2 2 8. , . , 

N- [2. 5-lfX ( b'j 7>'l<:tn;<f-M. 7x-=;->'P3 -N^ - {4 - [ (6. 
7-'>V h'^v- VJV) Tt^jyl 7^^Jl) OlyT (2 6 4) . 

6, |s4..>_4_ (4^7C y 4..;^)^/^ y (SpTOg) ^ 

h ;Ux > (5ml) IzlMfmm Lv h 'J ^^^^7 J > (1ml ) ^1jaAtz'^> h 

•J 7 > ( 5 5 m g ) ^Jnx,. 3 ^^r^^Jn!^^ L fzo ^a^m^ 2 . 5 - fx 

( K U 7-'U;J-n ^ ^}iy 7- V (7 9m 1 ) .^jD^^s 2 0 ^P^SO^M l> /Co 

im^i^'oat^)lA/7-th> (10/1) T'gM1^'5->U:^y>'l'7^7 7A^'D-7 

^ H-NMR (DMSO-dg, 500 MHz): 53. 94 (s. 3H). 
3. 9 5 (s, 3H) . 6. 4 5 (d, J =4. 9 Hz. IH) ,7. 24 (d. 
J =9. 2Hz, 2H) 7. 4 0 (s. IH) . 7. .52 (s, IH);,. 

7. 6 0-7. 6 6 (m, 3H) 7. 9 ,(d, , ^ = 7. 9sH z. 1 H) . 

8. 3 8 (s. 1 H) . 8. 4 6-8> 5 2 (m, 2 H) . 9. 7 0 (s. 1 H) 
M5>tiTffi(FD-MS, m/z) :,,5.5 1,:(M:t> 
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N- (2. 4-v?y h^>^7x-;P) -N' - (4- tC6. 
-4:-^yU;l>) ;t4"'>] 7xj^;U} -^Vt (2 6 5) 
6. f-v^ h4V-4- (4-7^y7iy + -» ^y y> (simg) ^ 

(5 m l) icmtePL. KU x5^;Ur ^ > (1 m 1 ) ^■j!ra;iA:m. h 
'J -7 * > ( 7 2 m g ) ^tjn;ix 3 ^mmfmm. Ltio Kfc^k it 2 . 4 - v>V 

h+i/T^'j > (6 0mg) 1 i^rsmmmmLtzo Kmm\zg^myKm 

U/T^V y Xl 0/1) -eJgg3-tS->';7f7yvi/^7A>a-7 h^77^ -JCJ: 
t) iflSy tC ^©{l:^^* 4 4 m g . IR^ 5 3 %tr'f#fco 
■ -"^ H-NM^ (CDC 1 5 0 0MHz) :53. 74 (s. 3 H) . 
3. 8 0 (^; 3 H) / 4. 6 3 (s. 3H) , 4. C)5 (s. 3 H) . 
6; i4 4^C (rrx;- 3H) ; 7/ 0 6 (s.; 1 H) . 7. 1 2 (d. J = 
9. - 2H'z .- '^ H) / 7; 4 3' (s. '"i;Hr;"7/ 4 9~-t Cm. 3 H> . 

7 ■ 5 7 (s. 1 H) , 7. 8 6 (d. J =8: 6H z. 1 H) , 8. 4 8 (d. 
J = 5! 5 H i , i H) 
!Sfi^^i'(FD-MS. m/z) : 4 f 5 (M"^)' 

2 3 0 

(2-^on7^-;l;) -N^ - (4- [ (6; T-'J^ V^i/-^-^ 
J 'J )V) '^^'A V^^i^ ti\/T (2 6 6) 

6V T^'^-f- V^K/-^^- (^^'-Tt JV:f./^^^^ 
h > ( 5 m 1 ) \z.wm^ t u ^ x - V •> T ;Jr- h 

(0. 05ml) ^'Jn^^ 3 0^r^]!in*WS2if[L/ro Rfc;M«:i'Dn;n;UA/7 
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■th> (10/1) X-mmt "5 V/ 'J * ¥J\^i3 y h /7:7 ^ - {-cfc <o i^h 

^ N MR ( C D C 1 g . 5-0 OMR z ) : 5 4 . 01 ( s , ^) . 
4. 0 5 (s. 3H>. 6. 4 6 (d. J =4. 9 Hz, 1 H) . Gm^B (d 
d. J =7. 3. 7. 9H2. IH). 7. 1 4 (d. J=8. 6Hz, 2H), 
7. 2 6 (dd. J =7. 3. 7. 9Hz. 1 H) . 7. 3 1 (d., J = 7. 9 
Hz, IH), 7. 43 (s. IH), 7. 52 (d. J='9; 2Hz, 2 H) . 
7. 5 7(s, I H). 7. 5 7 (s, 1 HX. 8. 2 4 (d. J = 7. 9 H z. 
IH). 8. 3 7 (s. IH),, 8, 5 0 (d. J=5. 5Hz, 1 H) 
M^^tfrM (FD-MS. m/z) :44 9 (M^) , 451 (M'^+2) 

mmmzsi 

N- (3-:^aq7jL-;U) -N'. -..{4- [ ( 6. 7 - j^^h^^ 4 -4 

y'j;u) ;t-^->3 7x->>u^ 'yyr (2 6 7) 
6. 7-v'y h+->-4- (4-7^y7iy + ^) (52mg) ^ 

h;Ui> (Sm 1) lc»nlfe?iflSL^^^ 2-^' PP7i^;U-r V'>TT-- h 
(0.05ml) ^ Jd^. 3 0 i>^mtjaf^^m L ^ a d * A/T 

-ir h> (1 0/1) r'mm-t?>iy ^)J]Y)ltiv M.^ a-7 h ^"7^ ^ -iz^i)m^ 

U MO{b^» 7 2 m g . 9 3 %Tr^/ro 
^H-NMR (CDC 1 g, 5 0 OMHz) : (5 3. 9 8 (s. 3H) , 

4. 03 (s, 3H) . 6. 41 (d, J=4. 9Hz., IH) . 6. 9 9 (d. 

J =7. 9Hz. IH). 7. 09 (d. J =8. 5 Hz. 2 H) . 7, 16 
(dd. J =7. 9Hz. 7. 9Hz, 1 H) . 7. 2 3 (d,, J =8, 6 Hz, 

IH), 7. 3 8(5. IH). 7. 4 2-7. 44 (m. 3 H) . 7. 56 
(s. IH), 8. 13 (s. IH). 8. 14 (s. IH), 8. 4 4 (d, 
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J=5. 5Hz. IH) 
Sa^tfriit ( F D - M S . m/ z ) 4 4 9 (M ) . 4 5 1 (M + 2 ) 

mmm2 3 2 

N- (2. h^->7x-;U) -N" - {4- [(6. 7-'J;ih^-> 

-4-^y'J>>U) :t^i/y y JL-M ^lyT (2 6 8) 

6, 7-->V h + ->- 4- (4 -7 $ y 7jcy 'J > (5 2mg) 

h;uji> (5ml) ^cM^§jS?L^ h U x^vbr ^ > ( i m i ) ^lia^'ik. h 

(7 4mg) <S:Jn^s 3^fmfmm.lfZo mfL^miz2, 3-v> 
h + i/7x U > (0. 0 '5m 1 ) ^Ua^. 1 l^^FalSnl^ii^ftLfCo ^^J^fc^®! 

,-h;UA/T-fe h> (1 0/1) T-Jgg^t-'5->'J:^yVU:/7 5Ai7D-7 - 
J: 0 fISI! L> ^M©{b^^^ 8 3 m g v 1 0 0 9^ tJ-^i/Co 
^H-NMR (CDC 1 g, 5 0 OMHz) : 5 3. 72 (s. 3H). 
3. 8 4 (s. 3H), 4. 0 2 (s. 3H). 4. 0 5 (s. 3 H) , 

6. 4 6 (d. J =^5. 5Hz. IH) . 6. 6 2 (d. J=7. 9Hz. 1 H) 
. 7. 0 5 (dd. J=8. 5, 8. 5 Hz. 1 fi) , 7. 13 (d. J = 

9. 2 Hz. 2H). 7. 4 3 (s. 1 H) , 7. 5 4 (d. J =8. 6 Hz. 
2H), 7. 5 8 (s. IH). 7. 8 5 (d. J =8. GHz. 1 H) . 

7. 8 8 (s. IH). 8. 2 7 (s. IH). '8. 5 0 (d. J =5. 5 Hz. 
IH) 

M^tfffil (FD-MS. m/z) : 4 7 5 (M'*') 
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-4j^f\^ir^^ 7x^;l/} -^ti^X (2 6 9) ^ 

N- (4-^>i^^^^^ -N' - {4- E (6, 7-->'y h + > 

-4 -4^y U ;U) 7ji-;b} ■^ur (2 2 8,mg) f£:N^ N-->V^;U 

;n;bAT $ \':ymM^'f-J^ Cl 5 m 1 /2 Om 1 ) izmmi^ h ')x.^)lT I > 
(4ml) ^iM^fz'^^ 2 O^TkSfb^^v^-^^A (1. 1 8 g) ^JnA. imH 

^^ nWi^^P^^^)lJ^/T-^yy (10/1) -C;-Jg§^^-Si/U:^':r;l/7^vA^ 
-{cfctJfS^L. ^©-fb^^&l 8:8mg. iK$10 0%-e?# 

/Co 

^H-NMR (DMSO-dg. 500 MHz) : 5Z. 98 (s. 3H). 
3. 9 9 (s, 3H). 6. 6 0 (d. J = 5. 5 Hz. IH).. 6. 6 8 (d. 
J =8. 6 Hz, 2H), 7. 2 1 (d. J = 8. 5 Hz, 2 H) . 7. 2 2 
(d. J = 8. 5 H z. 2H) . 7. 4 7 (s. 1 H) . 7. 6 0 (d, J = 
9. 2 Hz. 2H) . 7. 6 1 (s. 1 H) . 8. 5 8 (s. IH) . 8. 5 9 
(s. IH), 8. 9 8 (s. IH), 9. 0 3 (s. IH) 
Mft^tfrffi (FD-MS. m/z) :43 1 (M"'"+l) 

2 34 

N- (4--T-I? h j^-:^7jL-;U) -NV - (4- [ (6. 7-v>V h^->-4 
U;l/).;t»i/X 7x^;U} ^UT (2 7 0) , , 

N- <4-bJti|^i/7*^;l') -N' {4^ 
- + y UJb) 5f+->] 7jLrL;i.} -^7 1/:? (4 7mg).^:^<by f-U> (6ml) 
l-;^)SLs h 'J if /I'T ^ V (2ml) ^M^it^s MW^M (Q. 5ml) ^ 
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I tzo UETmmtrmiil. ^ n n A/T-fe > > ( 1 O/ 1 ) T' 

3 5mg> JR*6 8%-e^i^o 

^H-NMR (CbC 1 3, 5 0 0MHz) : 5 2. 3 1 (s, 3H) . 
4. 0 1 (s. 3H) . 4. 0 4 (s. 3H), 6. 4 3 (d. J =5. 5Hz. 
IH). 7. 01 :(d. J=8. 6Hz, 2 H) . 7. 1 1 (d, J =.9. 2H 
z. 2H) . 7. 26 (brs. 1 H) . 7. 32 (d. J=9. 2Hz. 2H) 
. 7. 40 (s. IH). 7. 45 (d. J=9. 2.H z . 1 H) . 7. 56 
(s. IH), 7. 56 (brs, 1 H) . 8. 46 (d. J=4. 9Hz. 1 
H> 

Sfi^J-tlrtt CFD-MS. m/z) :4 7 3 (M^) 

N- (3. 4, 5- h';.^ h^'>7^-;U) -N' - {4- [ (6. 7--:?/ 
h4^v-4-^>' 'J>>l/) ?t-4^'>] 7^-;U} C'by (2 7 1) 

6, 7-v?^ h + v'-4- (4-T^ y 701^4^ -» 4y U > (5 2mg) ^ 
h;l.:t.> (5ml) ICJalfergj^L. hUif-^l'7i> (lml>^m/r^. K 
'J 7 + 7.^ > ( 6 6 m g > ^Jn^> 2 5>F^Jn«iilM b fco 3 , 4 . 5 - 

h + i/7-'J> (7 6mg) 1 SJCte^S? 

im-^ h u t;A7K^^K^Jn^> fti?i^^i^T-2lHlJ6a Ufc^#t§^ilSfn^feJ^7j< 

J; b liSli L. ii©^b^^ 7 6 m g . JR^ 8 7 ^T-^fco 
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■'■H-NMR (CDC 1 3. 5OOMH2) :63. 81 (s, 6ii) . 
3. 8 3 (s, 3H) . 4. 0 2 (s. 3 H) . 4. 0 5 (s. 3H) , 

6. '44 (d. J =4. 9H2. IH) . 6> 6 2H) 1 2 (d, 
J =9. 2 Hz. 2H). 7. 4 1 (s. 1 H) . 7. 4 1 (b r s . 1 H) . 

7. 4 8 (d. J = 8. 6 Hz. 2H).,7. 5 7 (s. IH). 7. 5 8 (s. 
IH) . 8. 4 7 (d. J =4. 9 Hz. 1 H): 

m^^mm iFD-MS, m/z) :5 0 5 (M"^) 

N- (2. 4-i^7Jlta7 ^^Jl) - {4- [ (6. 7-v>'y h^iy 

U jU) ;j-^->3 7x.=.M ^lyT (2 7 2) 

6. 7-v^y h + i/-4- (4-T^ /7xy + v'> 'J > (1 0 Omg) 
^h;l/x> (10 ml) JCjDll!i^<BL^^> 2. 4 - v>"7;L';t □ :7 xx>'L'^ V 
7T^- h (12 0ml) *JnA. , 3 055-m^^KL/Co tff m L T i fc^al^lft 
mL> h>'l/JL>T-25fe^1-5Ci{cJ;»3^0{b^!fe^l 2 8mg. JR^S 4%7? 

^ H-NMR (DMSO- d g. 500 MHz) : 6 3. 94 (s. 3H), 
3. 9 5 (s, 3H), 6. 4 6 (d, J =4. 9 Hz. 1 H) . 7. 0 3- 
7. 1 0 (m. IH) . 7. 2 2 (d, J =9. 2Hz. 2 H) . 7. 28- 
7. 3 5 (m. IH). 7. 39 (s. IH). 7.:52 (s. IH). 

7. 5 9 (d, J =9. 2 Hz. 2 H) . 8. 0 5-8. 1 2 (m. 1 H) , 

8. 4 7 (:d, J-5. 5Hz. IH) . 8. 52 (s. 1 H) . 9. 15 (s. 

®«$}*Ht (FD-MS. m/z) : 4 5 1 (M"^) 
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m&m2 3 7 

N- (2. 5-i^yJl^:tuyy^A0 -N^ - {4- [ (6. T-Wh^i/ 

njiy y ±^a^ ut (2 7 3 ) '' ' f/r' 

6. 7-i?> h + i/^4- (4-7$y7iy + i/) +yD> (If Omg) 
(10ml) KlamMmLf-J^^ 2. 5 - ■>'7;l/;tn7 iri^i.^ V.> 
T^^- h (1 2 Om 1) ^Jn;t. 3 0 ^^FhIJD^M L /Co tfftU LTi/ci^feig 
I5^L> h;UJE.>-Ci5fe^-r-5::ilw<J:f5gjl©^l:^^^ I 3 2mg, W8 7%T' 

^H-NMR (DMSO-dg. SOOMHz) :(5 3. 9 4 (s, 3H) . 
3. 9 5 (s. 3H) . 6. 4 6 (d. J = 5. 5H z. 1 H) , 6. 8 0- 

6. 8 7 (m. IH), 7. 2 3 (d. J = 9. 2Hz. 2H). 7. 2 7~ 

7. 3 3 (m, IH) . 7. 4 0 (s. 1 H) . 7. 5 2 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) . 8. 0 3~ 8. 0 8 (m, 1 H> , 

8. 4 7 (d. J=5. 5Hz. 1 H> . 8. 7 8 (s. IH) , 9. 2 7 (s, 
IHX^ ■ ■ '■ ■ 

mS^^^fil (FD-MS. m/z) :45 1 (M^) 

^«S^J2 3 8 

N- (4-7S y-2-^aa7a..^;U) -N' - {4- [ (6. I-'J/V 
^i/- A-^J U;U) 7^-;U} U7 (2 7 4) 

N- (4_/^nn-3--ha3'a^-=:-'U) -N' - {4- C'(6. 7-v?yh 

4^.>_ 4 -7ij::;u} .:7L/T ( 1 5 0 m g) n a 

/^i^y-yb/TK (1 Cm l/l 3ml/3ml) Ic^lSLv f-;t-BE^^ h 'J -t; 
A (5 0 1 m g) ^lilTL^' 6 Q "CtcT 5 O^TO^^ t^o ^ d o 2|hIM 
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^ H-NMR (DMS 0- d g. 5 0 OMH z) : <5 3. 9 4 (s. , 3 H) . 
3. 9 4 (s. 3H) . 5. 14 (b r s. 2H) . 6. 4 3 (d, J =4. 9 
Hz. 1H>. 6. 5 1 (m, 1 H) . 6. 6 5 (d. J =2. 5Hz. IH). 
7. 17 (d. J =9. 2H z, 2H). 7. 3 8 (s. 1 H) . 7. 4 8 (d. 
J=&. 6 Hz. I H). 7. 5 1 (s. IH) , 7. 5 6 (d. J = 8. 5H 
z. 2H) . 7. 8 3 (s, IH). 8, 4 5 (d. J =5. 5 Hz. 1 H) . 
9. 1 0 (s. IH) 

KS;»W^ (F D-MS, , z ) : 4 6 4 (M"^) .4 6 6 (M"*" + 2) 

^:^ 2 3 9; , , . 

N- (4- [ (6. 7 - v^X b^>-- 4 U ;U) ;j-^'>3 7x-^M - 
- l2-:^V^'y'fi)\^^>-)\^-? t)VT (2 7 5) 

6. 7-v^ b + i^-4- (4-7^ y 7iy^v') +yU> (lOOmg) 
;&h;Ux> (1 0ml) lcSnl^?§j»,t> h'Jx^;l/Ti> (1ml) ^1m7Lid$is 
hV7*;^>f> (l OOmg) ^Jta^. 2^PBlJDiftSiitELfco 
2-7^y^>yx-h (8 4mg) ,^Sn^. 2m^WkWS^Lt.o SfS^glc^ 

u ^^;^A/T^r |>> ( 1 0/ 1 ) r-Mi^-r ■5;> 'J 5^ f)li]3L. ^ o V h ,^^5 7 

^H-NMR (DMSO-de. 90MHz) :51. 37 (t. J=7Hz. 
3H), 3. 9 4 (s, 3H) , 3. 9 4(s. 3 H) . 4. 3 8 (q. J =7 



wo 97/17329 PCT/JP96/03229 

2 0 0 

Hz. 2H). 6. 4 7 (d. J =5 Hz. 1 H) . 7. 1~8. 1 (m. 9H) 
. 8. 38 (d, J=9Hz, IH) . 8J 47 (d. J=5Hz. 1,H). 
9. 9 2 (s. 1 H) . 10. 1 0 (s, IH) 
Sa^a-tFrM (FD-MS. m/z) :4 8 7 (M"^) 

N- (2 ^>>Uf-;^7^-;U) -N^ - {4- [ (6. 7-vy h4^->-4 
-4/ *) Jl) 4- ->] 7 X ^ ^ ( 2 7 6) - 

6. 7— :>V h + ->-4- (4-7^ y 7xy + i/) +^ U > (1 3 Img) 
^V)Vx.y (ISml) lcJa«i^<i¥L> h>jxf-;l/TS> (2. 6ml) *tD^ 
h'j7*xy> (152mg) ^IHD^. 2 ^PflJUPJNiiS^lE L /Co Ktm^ 2 
^;U^;t7^'J > (0. 11ml) -^t^TL^ 1 05}r^MS«l Ly::o 

j£-^'an:^;UA/T-lr h> (4/1) T'S§|-f 5 > U ^y-Jb^^ n v >^^7 
7 f -Iwj;f3:|tsau mm(0it^m^2 9 m g. CTI 4%T?ffco 

^H-NMR (DMSO-dg. 5 0 0 MHz) : (5 2. 5 0 (s, 3 H) , 
4. 0 0 (s. 3H). 4. 0 0 (s. 3 H) . 6. 5 1 (d. J =5. 5 Hz, 
IH) . 7. 0 8-7. 15 (m. IH). 7. 2 5-7. 3 5 (m. 3 H ) , 
7: 4 5 (s. IH) . 7. 4 8(d, J=7. 9HzVlH). 7. 5 8 (s. 
IHr. 7. 6 7 (d. J =8. 5 Hz. 2 H) . 7. ^ 9 (d, J =7. 9H 
z. IH) . 8. 2 4 (s. 1 H) .8.53 (d. J =5. 5Hz. 1 H) . 
9. 6 1 (s. IH) 
'^m^tfrm (F D -M S. m/z ) : 4 6 1 (M"^) 
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mmm4 1 . 

N- [a.:;.5.-tfx (K'J 7>/U;t.ay5?;U) 7x^;b] .-N^ - {4- [ (6. 

6. 7-v;'y h4-i^-4- (4-T$ y7xy + >') +yU> (5 0mg) , 
h > (5ml) fctoii^^jS L> h U xf-;U7 i > ( 1 m vl ) ^JQ^^::'^, h 
^)y^7.Y> ( 5 5 m g ) ^t)n^> 3 ^fB^mf^J^M I fzo KiL^z 3 , 5 - 
(h y 7-;/t;t-D-/5^^U) 7^'J> (ll-6mg) ^1}U^. 2 O^mi^mi^LfZo 

mm.^^ ^u^.)Vi^/T-^vy (1 0/1) Tjg§g-r5->'j^>5r";L';^^A^D-7 

■•■H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 3 (s.;3H) , 
3. 94 (s, 3H). 6. 45 (d, J=5. 5Hz, 1 H) . 7. 23 (d. 
J = 9. 2Hz. 2H) . 7. 39 (s. 1 H) , 7. 51 (d. J=9. 2H 
z. 2H) . , 7. 6 2 (d. J =9. 2 H z. 2H) . 7. 6 4 (s. 1 H) . 

8. 15 (s, J=5. 5Hz. 2H) . 9. 13 (s. 1 H) . 

9. 4 3 (s, IH) 

Hft^tffM (FD-MS. m/z) : 55 1 (M"*") 

11*6^2 4 2 

N- (3Tj^q-Pyob°;U) -N^ - {4- [ (6, l-'JJ V=^'y-A-^ 
J^))\d ;t^'>] 7x~» OUT (2 7 8) 

6. 7->?>^; l^;*i<-4- (4-T$ y ^xy + i') ^ (5 0 mg) * 

>;Ui^(5ml) {wjQll^jgU V'y^LfjVTXy (.lm\) 'S:lJSiyttM^ h 
'J7tX'^'> (5 5mg) ^m^L^ "i^^f^Wfl^ULfZo mm.\ZZ-yuuf 
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o f;UT~>J > (6 6mg) ^m^.^ 2 O^P^«\iS«Et/io SlcklikKTKf^ 

h y.'>A7K?§?&»;t. s^gexf-;i;-^20MaiLytmwtS®4ilfnj^ 

A/T-trh^ (10/1) Z-mmt -5 "> «J ^ YJliJ 7 A ^ □ "7 h / 7 7 ^ - |c J; 
19 lis U MO>fb^i^^2 6mg, IR^ 3 7 %T'fi^:o 

^ H - N MR (D M S b - d g , 5 0 0 M H z ) : 5 1 . 8 7-1. 94 (m. 
2 H) , 3. 2 0~3. 2 7 (m. 2 H) . 3. 6 9 (t. J =6. IHz. 2 
H) . 3. 93 (s. 3H) . 3. 94 (s. 3H). 6: ^9 (t^ J = 
6. IHz. IH). 6. 4 1 (d. J = 5. 5Hz. IH) : 7. 14 (d. 
J=9. 2Hz, 2H), 7. 38 (s. 1 H) . 7. 50>-7. 6 5 (m. 3 
H) . 8. 4 6 (d. J =4. 9 Hz. 1 H) . 8; 6 1 (s. 1 H) 

!KS5^^ffffl (FD-MS. m/z) :415 (M"*^) 

4 3 

N- {5- [2- (4-7>'U;j-a) 7xy^'>] - f'J ->'>>H -N^ - {4- 
[ (6. 7-'J;i h4'>-4-^y 'J;!/) ;^4->] 7x-;U> '^U7 (2 7 9) 

6. 7-v?;< h + '>-4- (4-T^ y 7xy4^<» +y 'J > (5 3 nig) ^ 
h>l'a:.> (5ml) JcMf§)SL. H 'Jx^;U7i > (1 m 1 ) ^-ijilx.:^^, h 
'J7*xy> (5 8mg) ^j!in^. 4^P^Jni!^«lEL/;:o mfCmz^-TiJ - 
2- (4-7;l/;tn) 7xy + «/fy>'> (95mg) ^IjQA.^ 1 9 ^fAjDlBiiS 

^M^^ D D 7}->;l>A/7-b h > ( 1 0/1 ) -eig^f ^ v' ^y;l//7 7 
A ^ ri r? l^^'yy^ -{c J; L> ^ScD^blrfe 7 4 m g n jR^ t' 9 %x?i 
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2 0 3 

^ H-NMR (DMSO-dg. 5 0 0MHz) :5 3. 94 (s. 3H)^. 

3. 9 5 (s. 3H) . 6. 4 4 (d. J =5. 5 Hz. 1 H) . 7.. 0 1 (d, 
J=8. 5Hz. IH):. 7. 12-7. 24 (m. 6 H) , 7. ^ (s. 1 
H) , 7. 5 1 (s, 1H> , 7. 5 9 (d, J =9. 2 Hz. 2 H) . 

8. 01 (d. J =8. 6Hz. I H). 8. 19 (d. J =2. 4H z. 1 H) 
, 8. 4 6 (d. J=4. 9H2. IH). 8. 7 7 (s, 1 H) . 8. 8 9 
(s. IH) - 

K«5JtlT<i (FD-MS. m/z) :5 2 6 (M"^) 

N- {4- [ (6. 7-v>'^ iJ^U) ^4^->] 7x-;U} - 

- (iS-'JAfJU7iJyj^:^Ji') (2 80) 

6, 7-v^/ |>+i/- 4- (4-7$ y 7 iy+i^) +y'J> (5 2 m g) ^ 
hJl:^> (5ml) KUaimmU h'Jx^;U7$> (1ml) ^jOnx./c^^ h 
';7*X'!f> (5 5mg) ^Ja;is 3^}rB!»nl^i§g^L/Co SlSJ^Ji 3 - f-^b 

7$y7^v;> (6 9mg) ^jn;i. 1 2^miBiSg^tL/^o KmmzmmTiim 

i- h U -^A7K^?$^Jn^. Pi?i^<'l^T2l5lfflaiL/:»^,^fiafD:^d^7l<-^:-z5fe 

A/7-b > > ( 1 0 / 1 ) X-MMt 5 v"J ;^ y ;l^7!7 7 A d ^ h 7 ^ - (i ^ 
15 fISS bs M©<b^#I^ 7 2 m g . W 8 9 %T'l^/io 
^H-NMR (CDC 1 g. 5 0 OMHz) -.6 2. 9 2 (s, 6H) . 

4. 01 (s, 3H). 4. 0 3 (s. 3H) . 6. 4 1 (d. J=4. 9Hz. 
IH), 6. 4 8 (d. J =8. 6 Hz. 1 H) . 6. 5 6 (d, J = 9. 2H 
z. 1R> . 6. 8 8 (s. IH) . 7. 0 8 (d. J = 9. 2 Hz. 2 H) . 
7. 14 (dd. J=7. 9. 8. 5Hz, 1 H) , 7. 35 (s. 1 H) . 
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2 0 4 

7. 4 1 (s. IH) . 7. 4 5 (d. J = 9. 2 Hz. 2H) . 7. 5 5 (s, 
IH), 7. 6 7 (s. IH). 8. 4 5 (d. J =4. 9 Hz. IH) 

iSS^tfrfl (FD-MS, m/z) :4 5 8 CM"*") 

mmm 245 

N- C2-h Kp^'>-7a.-;U) -N/ - {4 - [(6. 7-->Vh^->-4 
-4^y'J;b) 7 3i->>i/} '!;t/7 C2 8 1) 

6. 7-vV h+->-4- (4-7$y 7xy + -» i;> (l^ Smg) 
^hJUx> (10ml) lc;!jnift^j»L> h'Jxf-;UTi> (2ml) ^M^fz'^^ 
h')ytXY> (118mg) =&-tja^. 2ii^miM^iS^LtZo SfEte(c2-7^ 
y^x^-^U (77mg) ^Jn;t^ 1 Oil^m^^mitZo SJC&JC^SStKjIItH 

^m-^igL. ^S©>f[:^!^*8 6mg. JK$5 6 ^Tli/io 

^H-NMR (DMSO-dg. 5 0 0MHz) :d3. 94 (s. 3H), 
3. 95 (s, 3H) , 6. 45 (d. J = 4. 9Hz. 1 H) . 6. 7 3- 
6. 8 8 (m, 3H). 7. 2 0 (d. J =8. 6 H z. 2 H) . 7. 3 9 (s. 
IH) , 7. 52 (s. IH) . 7. 59 (d. J=8. 6Hz, 2H) , 

8. 0 3-8. 0 8 (m. 1 H) . 8. 19 (s, 1 H) , 8. 4 7 (d. J = 
5. 5 Hz, 1 H) . 9. 4 6 (s. 1 H) . 9. 9 5 (s. 1 H) 

KS:^^|t (FD-MS. m/z) :43 1 (M"*") 
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mmm2 4 6 

N- (3-th'n^:/yj^^Jl} ~N' - {4- [ (6. 7-^^^ K4^i/-4 
-#V: -Tt-^jy] '>U7 (2 8 2) 

6. 7-->'^ h + i/-4- (4-7$y7xy + -» dry 'J> (1 1 5mg) 
^. h JlJ:- > (12m 1 ) (cMf^jf U h U ^J^f-^UT ^ > (2m]) ^Jn^/c^, 
}>'J7*xy> (I13mg) ^^n^> 2^faim«L/-Co ;Sfi!J/g{;3-T$ 

/ 7 X y (7 3m g). <£rja;iv- 1 o^Pam^isg^ tjto Kmmi^mwtTi^m-)- 

^^5igLs mm(Dit^^=^9 5mg. iiX* 6 0 %-ri#/ro 

^H-NMR (PMSO-dg. 5 0 0MHz) : <5 3. 94 (s. 3 H) , 

3. 9 5 (s, 3H) . 6. 3 5~6. 4 2 (m. 1 H) . 6. 4 4 (d. J = 

4. 9Hz, 1H>, 6. 7 7-6. 8 5 (m. 1 H) . 6. 98-7. 08 
(m. 2H). 7. 20 (d. J=8. 6Hz. 2H). 7. 39 (s. 1 H) . 

7. 52 (s. IH). 7. 58 (d. J=8. 6Hz. 2H). 8. 47 (d. 
J =4. 9Hz. 1H> , 8. 5 7 (s„ 1 H) . 8. 7 3 (s. 1 H) . 
9. 3 1 (s. IH) 

KS5^tffM (FD-MS. m/z) : 43 1 (M"^) 

m&m2 4 7 

N- (3-b Ko4^'>^;l/.-tf^;l/7x-;U) -N^ - {4- [ (6. 
h:^'>-4-^4-y 'J:=.^l^) 7x-;U}. -^UT (2 8 3) 

^iS^Jl 9 7T?^fcN- O-i h + '>*-'U.'K-;l/7x-;U) -N' - {4- 
C (6. 7-v?y h + v'-4-+yU--'l/) 7x-;U} -i? I/7 (190 

mg) ;^y-;U (3m 1) lc^/i?L^ 3 5 J>^7KS?{b;<7 U A7kJ$Jg[ (5ml ) 
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i^x^mt^i i^K^isfihbfim^^^u mmo^t-^'^e img^ tarn 
3 8%X''^tio . ,. 

^H-NMR (DMSO-dg. SOOMriz) :(5 3. 9 4 (s, 3 H) , 
3: 9 5 (s, 3H) , 6. 45 (d; j:=&. 5Hz. 1 H) , 7. 2 0 (d. 
J = 8. 6 Hz. 2H) . 7. 3 8~7. 6 5 (m. 7H). 8. 13 (s. 
IH); 8. 4 6 (d, J = 4. 9Hz. IH) . 8. 88 (s. IH). 

8. 9 7 (is\ luy ..^ 
Se5>tJf<i (FD-IVIS, m/zT : 4 5 9 (M'^) 



I 
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207 

i>-h'>i?'^(Nephrpn, 22. 454 (1978)) {;J:oT;f^^f2^^^I\JL^Cp Ctl^^ 
10%':7'>fl^ffjfll^ (JiiTv FCS iB&f) ^^WMI 1640 Igifi (OTv iglteiBS 
t") 4'l::r37°Cfflm#T-5%^m:^'X'f >+^^- ^-f^{i:foH^Tils L/::o ^ 

*Of^=k t) « 5 iK^mizn t>.tl$ 1^ >+'':7 7 -v -b^ litt L /Co 

y i^>^'t;A^fla^2 4:?;^^^ hfwJif Lx 10%FCS <£-^t;lfifi{wT2 

H Fh^i^s l tzo w*i I'i'x ^u^/c 0 IX 1 p mtu^fzmj^x-mm'S: o . 
=^m^L. mmuzmm^m ui (D^mr-i9c^% o. iH'^ymmT.^i^yi 

> (OT. BSAiBg-r) ^^t;i?fiffi^2 5 p jcz l »L/=^ 

^mmm'^Bm (ot. pdgf-bb inst) ^0. 1% isk^^t^i^m^i^m^^. 

Ztl^f^m&t<5 Ong/ml tflZ^r)l^^'^^Mz2 5 a lir':}miML^ 3 7°C 
Tl 0:»-P^>r V+a'^- h L^Co ^ite^-I^^Ls 5 0 0 I ® U >ifig®^@:t 

tSTkCpHT. 4) (OT. PBS tist) i?aasa*25fe^'#x innate Br^fici^®}^ 

(IX Triton XlOO x 2inM :tJl h^<^'JJl^m.i- V 'J 'i'A, ImM ; 
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S^K2 h ij o A (JilTs EDTAiBg-T) ^-^ij V 'J 7.^®4S:tlg7K (p H 7. 
^^o^tel^^i^uiniigS^h 'J-^^A (OT, SDS iS&t) ^^hUXijt® 

PDGF-BB ®ttlCct>)gBU >M'fl:^^t:^/::PDGFSS# : 8 OKDa ) 

PDGF-BB ^Sn{Cct5PDGF§Sft:®@B'; ^gg-fbg^ 1 0 0 %. ^fej:C;PDGF-B 

ssf* g B 'J >M{b 5 0 %mmmk ( I c <&#tii l y-co 

«Hg®{b^ife©PDGF^^{*gB'J Vl^-fbS 0%PI#^ig ( I C^q) (i 1 0 0 
miT^TTir t> CD Tib -S o 

*^BJ®^f^Ll^^b^i|^gfOft^Wlc||lLT. ;'^f >4^0Am{cte{^-5PDGF 
SSf*@BU V^^bS O^IiSMl^ (I C,J Oite^^^2Slc:^iJ6T^to 
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^ 2 g 

Cn 0. 4 4 

(6) 0. 4 5 

(8) 0. 1 0 

(16) ■ 0. 0 5 

(2 9) 0. 8 a 

(3 2.) 0. 3 0 -rfm 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) . 0. 0 1 4 

(4 6) 0. 0 2 1 

(4 7) 0. 0 4 3 

(49) 0. 0 1 8 

(5 0) 0. 0 6 7, 

(5 1) 0. 0 0 9 

(5 2) 0. 0 3 

(5 3) 0. 0 1 0 

(5 4) 0. 0 0 3 

(5 5) 0. 0 0 3 

(5 6) 0. 0 0 4 

(5 7) 0. 0 0 6 

(5 8) 0. 0 0 2 

(5 9) 0. 0 0 4 

(6 0) 0. 0 04 

(6 3) 0. 4 0' 

(6 6) 0. 13 

(6 7) 0. 1 1 

(6 8) 0. 4 4 
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19 9) 

2 0 0) 
2 2 0) 
2 2 4) 
2 2 5 ) 
2 2 6) 
2 2 7) 
2 2 8) 
2 2 9) 
2 3 0) 
2 3 1) 
2 3 2) 
2 33) 
2 3 4) 
2 3 5) 
2 3 6) 
2 3 7) 
2 3 8) 
2 3 9) 
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2 4 1) 
2 4 2) 
2 4 3) 
2 4 4) 
2 4 5) 
2 4 6) 
2 4 7) 
2 4 8) 
2 4 9> 
25 0) 
2 5 1) 
253) 
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0 0 3 


0. 


0 6:4 
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0 4 7 
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0. 


0 5 5 


0. 


0,3 7 


0. 


0 3 4 


0. 


0 19 


0. 


0 1,8 


0. 


0 13 


0. 


0 2 4 


0. 


0 4 3 


0. 


0 5 5 


0. 


0 7 5, 


0. 


0 1 6 


0. 


0 0 5 


0. 


1 5 


0. 


0 1 8 


0. 


0 18 


0. 


0 1 4 


0. 


0 0 9 


0. 


0 0 6 


0. 


0 13. 


0. 


0 0 9 


0. 


0 6 3 


0. 


04'i 




Of 17 


0. 


0 3 6 


0-. 


0 0 7 



wo 97/17329 



2 1 2 



PCT/JP96/03229 



(2 5 4) 


0. 


0 0 7 


(2 5 5) 


G. 


0 15 


(2 5 6) 


0. 


0 0 4 


C2 5 7) 


0. 


0 0 7 


C2 5 8) 


0. 


0 0 7 


(2 5 9) 


0. 


0 0 5 


(2 6 0) 


0. 


0 0 2 


(2 6 1) 


- - 0. 


0 10 


(262) 


0. 


0 0 2 


(2 6 3) 


0. 


00 4 


(2 6 5) 


0. 


0 0 5 


(2 6 6) 


0. 


0 0 1 


(2 6 7) 


0. 


1 5 


(2 6 8) 


0. 


0 0 7 


(269) 


0. 


0 0 8 


(2 7 0) 


0. 


0 0 6 


(2 7 1) 


0. 


0 0 4 


(2 7 2) 


0. 


0 0 3 


(2 7 3) 


0. 


0 0 5 


(2 7 4) 


0. 


0 3 6 


(2 7 6) 


0. 


0 0 5 


(2 7 8) 


0. 


0 0 3 


(2 7 9) 


0. 


0 2 9 


(2 8 1) 


0. 


0 12 


(2 8 2) 


0. 


0 0 8 


(2 8 3) . 


0. 


0 0 2 


(2 8 8) 


0. 


0 2 4 


(2 8 9) 


0. 


03 2 


(2 9 0) 


0. 


05 5 



WQ 97/17329 ,^H^^^'3229 

2 13 

t>A#) ) <&ffl<-^fCo tit^y hTh y 1. HtMt?>'ej 

0 X - 7 (Pathol. Int. . 45. 409(1995)«-^l^T^SS/ L fc) 1 . 2nig//kg©fflg 

m^^. 0X-7^#SBJ;ti 1 B 2lel> 8 BFaliiig&gPtS^Lfco 

1: mi^mz2 5%PATcomitmm'^mi(>z 

2 : ^^ftrtt^ 2 5^5 0 %©®{bf ^^igi6,^.: 

3 : j«f^5i^ftrt{c5 0-7 5%0®<t^;^^^ 
4: ^nmK7 5-^10.Q%(D^^^^ 

IwJc «5 ^^Jftf^O^^iff o yn^. Dunnet^fw J: f3 ?f o feo 



w6 97/17329 PCT/JP96/03229 

2 14. 

1 Omg/kg 11. 7 P < 0 . 5 

3 oW/kg 1 0. 2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 

1 /b^#-t 4 3 eP^fb^^g) V 6 X aM^lMfla C P 3 8 8 ) 5 jtMj^ 
-fb^W-^ 4 3 ©>fb^it^!J{i. M^fflSS^^i L V X ici^ LtOT®® «3 ^ 
v-^xSiftlMiteliaP 3 8 Si^li (AT C C*^bA#) ^1x10 ^MMrtlc 

1 0 Oing/'kgi/d:5^J: -5 «^^^ OT^tci^LT 

2 >fb^^#^4 3 g>{b^ife|g) fc (G L 0 7) {c»ft ^injlS 
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2 15 

-Kfl J; 9 icl 4 E-ro<c^5^Jt^ L. 1 0 0 mg/kgi /a 5 J: 9 \zW.mt^'^ 

mmf^m^Txtu mmmmw» (tgir) = (i-tx/cx) x 
3 :^mM(D^t^^(o thy ^):^—7mm (g l o 7 ) izMtzimmt?b^ 

^n(Dmmi!^m^T X t u mmmmmm (t g i r) = a-Txxcx) 

X 1 0 0^*«)/co c:tit>©^m^:^3g{;i/i^to 
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(19 0) 


5 0 


(191) 


5 0 


(194) 
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8 5 



W0.97/;i7329 ^"r^f^,^^"^^^"^^ 

2 17 

(25 5) 8 6 "^""^ 

(2 6 0) 52 

. (2,6^2);; ■' ,87, ,^ 
(2 6 4); 6 3 

(2 6 7)! 6 5 

(2 7 2) 84 

4 ^t:^!^#-t4 3fecbcK{b^^#-t5 soit-^mo^mmmmmmi-^iji 



(Dmmm^o^W:i^i^m^i^% S <k ^ l ^ 4 Efo (cHr^ttj&.L, i 0 0 mg/kg 



mmi^mmm 



(4 3) ,. (5 8) 

COL-1 colon 6 8 7 4 , 

St-4 stomach 78 86 

L - 2 7 l ung 8 3 9 6 
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(K-4 1, =i-y—Y>^^Wi^^y ^ 1 5 mgOMycobacteriuni tuberculosis 
H 3 7 R a (Dif CO Ubs. *^ A#) ^ 2 . 5 ffilO^S^fti^j^ <t J/ 7 . 5 ml © 
^^il7D-r > KT v'a.^<> K (Difco Labs. t^^K^) ;!>m^)Xv;Uv? g 

SpiJJ^flS§^L;to liifelii^ l^^v :i--;uiDMS O^^ti^'til 0%-^t;^a:t 

lii^ 7/10 7 0 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 
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(0 



R^ iRgti-i^l-'^.C^TC ^ - C 3®7-'U+t'>^ffM-r^^>®T-*.t)s W{i 

1. m<Cli<Dm€. 

(a) Xli0^^liST*l9. Qtix 

^ (ID : 




Kct3, mlil. 2^/cl*3T*>t). RgliWfcCNs OH. /Na>r>. 
C ^ - C g.7>'U+^k C ^ -C ^7>'l/=J + v't/c.{iC:2-C ^7'>JLT?*53 T 
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^ (III ) 




^"(IV)-: ^ 




^l^^ fz 14 C ^ - C ^ 7 •> ;l/T-* 5 ] $ n S g T* 0 N 
(b) XJiO. S^/^fiCHg-e^Os Q{4. 
^ (V) : 




C ^7>'l'4^UT'*)l5s AI4C ^ -C g7>'l'+^K C ^ - C ^ 7 ;l"!r::^;U, 
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M.omm^O^'rnT^) -)m$>Z\^li9 -tfzii 1 0 - Rom^O^f- u 7 

Cj^-CgT'>;Us C ^ - C ^ 7 •>d + C ^ - C ^ T;U4=- U > 
v5;^-+-X C ^ -C ^7;U+;l/7 J ix- (C ^ - C ^ 7^U^;UX_7 $ y , 
COgH. CONH2. N- (C ^ -C ^7>'b+>'b) 7$ N. N-v^- 
(C ^ -c ^7;u+;u) 7 i H\ c 2 - C ^ 7;U+>U7 $ Ks h')yjV7i-a/^ 
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